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(57) Abstract: External preparations for dermatosis containing nitroimidazole 
derivatives of general formula (0: wherein K\ and are each independently 
hydrogen, nitro, lower alkyl, substituted lower alkyl, lower alkenyl, or substi- 
tuted lower alkenyl; and R^ is hydrogen, lower alkyl, substituted lower alkyl, 
lower alkenyl, or substituted lower alkenyl, with the proviso that one or more of 
R», R^ and R* are nitro. 
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, 3— <>x^/K l-P<5^/U-3— 2-^5^yU-3— <>7^riyK 4 

X=/K l-^f^/U-4-'<>7^r./K 2-p{f-/P-4'— <yxri/K 1 .^±=.;v^ 2 



wo 01/05400 



PCT/JPOO/04728 



- 11 - 

<Mmss* /3 > J: <omi^i^^m-xit^f£^,mimx^ i x\i 2 l^^±mm^tltzimT/\^^ 

5 VT'o^Kde-i^, n 'fyyKdpv', s--7'h:^ri^, tert-^ h^^f-v-, n -^^^ h 

^'y^ 2, 2-v^p'^/^y h=>E-i^, 1, l-v^yf"yi^y h=^t->, 1, 2 - i^^ h 
, 1, 3-v'y^/U-/h=3E-i^, 2, 3-v'7«^/u:^h=Srv^<7)J;9'tei^mi^l75S6ii(^ii3i 
10 XI±5>tSilT/u=Jf-/U:^=^ v-^^^lf ^ r <lr ;45T'^ . 1 3 ©coMXIi^ 

±IE^ (I)+. ia^Sl^o(l43tt5 MmCT>\^^)\^U>\^ifs=^f\^ic^'y-^\ , so«. r<a 
15 ;0S;!;yi^4?-/u::^-=^e->S{wM^tfcSi&v^i\ LX(i. 0*Jx{i\ T-fef^/U;^dE^ 
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25 h^i^3Lh^i^^'fr/l^(DX0^i^TJl^3^UitiJmT^l'^^'y/'f-Jl^m. 2, 2, 2 

- hy ^np^ h=¥vy^yK (2-:J'PP:3z hdj^v-) ^ ^/K7)J; 9 T^f/NP ^7 i&0T 
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^f^^K ^^^y/u;^-^^-^^^/^, ^y^<uy/U:tds^->p<f-yK --=¥f-y^yU;^:i^-v'^5^yK 
:/f-y/U;i-dev'aif-/K l - tV<□^y^::^-:^E-c/:I,^^^^ 1 y /U:t:J<^->a:^/U, 1 _^ 

yntVK 1— =^-t^y^/U:i-d5^->7°at'yK l-T-th:¥^>:/^/K 1 -^n e;j--yU;f 
:^^/K 1 -:7'D f:t-/u^:^r'>-<:/5^yK l-^f^y/U;!}-^i^-<^^/K l-bV<D^/u 

^:tyf-yK 7'Df;t=/Uf^;t^^/K y /U5^;^y f^/K tf><Cn^/u^;^>^yK 
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1 -T-fe5^/u^;*-y^yU, 1 -yp h:°;j--/Uf^;^-7'f^/K 1 - U ^W5^:t7'f"/u. 1 - f 
10 tVu, 1 P'->.drv'yU;&/U7jf=.yU:^^">yp f/K \ -i/^ xj^i^'f-tX^is )Vifs=.)\^i>r^. 

:t^i^;<7>'U7j?— /l/xJ-df^v/j^^/K >'i5'P^df>'yU::j-dE^>':^;U7j?=./U;ii-df-'»5^;>U, v'^D'^ 
:^f'>/w:^=^i/;<7/ujl<=-/u:4-df-> (v^^ p^df-i/'/u) ^f-^K 1- (^^ ^=^f^i^;t7/^/^<=/^3^-df• 
v') a^^/K 1- h^v/:^7y^/-^-^-/^:^dE-» nif-yK 1- (>^p^^v';<7>'i^4f:^/U;*-d{^ 
20 Ji^/K 1- ('<yyp^=3!^v^;!&/U7}?-/u;i-=¥v') ^^/K 1- (y h=J{->;t7/U/i^=yu 
;j-:^ri^) aif^yK 1- V^\/t))^ifs=^)\^ir^'y) ^f-JK 1- (tert-7' h=3E^i^^ 

/u:^^:/-) ^f^/K 1- (v'^ p^>'^/L'::t^v';^/i'#— /U;if-^v') -xf^ 
/K 1- (v'^p^:^^>'^;i-df^i^;!;>'^7l?->'^3^dE^v^) T'pf/K i- (-^^ P'^^i^yu:^:'!^ 
25 v^^/UJl^riyu^j-:^^^^) T'pkVK 1- (:^^p^y5^/w;*'=¥i^:*?/i'd^=/i'^'¥v') -ff-f\^. 
1- (i/^ a^=^i/yU;^-^v':^>'U^— /U;^-^^:/) T^f-^K 1- (i/i^ ^^^v'/^:?^=^•>;^77^ 
i^/K 1- (Ji H^'>;^/w^-/i':t=Jr'» ^p kVK 2- h=^v';i57/u 
Tj^n/u;^:^^^^^) ^^/K 2- (Ji h=3ev':)!7>'i'J}?=/U:*-^-» ^if^/K 2- (7'p;J?=^rv'*/l' 
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:/ntVK 1- {y^Yi^^yU,v^.=.,K.:^i^^y) 1- yy h:^v-;(7/^.1.'=y^;^- 

#i/).7°crtVK 1- i-<>^;\^:t^^^:h/VTir.=.,\^':ir^'y) i^/k l- (-v:^i^/U;J-d^^ 
'>;&/U;i?ri/U:r^iy) y n tVK 1- h:¥v^*/U7K=/U;t:J^>') zf^jv^ 1- 

: (5-7a.^/u-2-;j-dE^y-i, 3 -i;';j-^y l^i^- 4 -^yU) ^f^/K [5- (4- 
^5^/U7:c=/i.) _2-:;i-=afy-i, 3 -v^3}-:^y 4 -^yt^] [5- (4- 

^ S=Jev'7aiinyu) -2-;i-dey-l, 3-v^:^-dryu>-4-^yU] ^f^/^ [5- (4 
-2-;tdry-l, 3-i>■:^df.y^:^_4_^,^] ^5_( 
4-^Da7a:^yU) -2-;!rdey-i, 3-v?;t:^ryU'>-4-^'/P] ^^/K (2-;f 
=Sry-l, 3-v?^:^ry^>-4-'f/U) ^f^/K (5 2 -vi-^y- l , 3-^5 
;fdry^:^-4->('/W) yf^/K (5-:^5^/U- 2-;*-:¥y- 1 , 3-s;=:f:^yi^>-4- 
-r/u) ^f^/K (5-^DtVu-2-;^dry-l, 3-v;d-:¥y^>-4-^/^) ^f-/K 

(5-^ y7"pb:Vu-2-;i-:Sry-l, 3 - v';t:3ry U>'-4 —f/U) ^5=-yK (5-:^^ 

/u_2-;^dry-i, 3-v';^-^yui.-4-^yi.) ^f^/wj; 9 ^j:;^^y>^;^-^t^y 
(D:^7.TJi'Mmmmi : ;&/u/<^^yuS ; 1 75M2^lS(^i6a7y^^y^S-egm$i^/c*/^/^' 
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-^^yu- 1-^ H^v^:!^^^/^ 1- yzfuTii^i^) if-zK 2-^ h^Srv'Ji^/K 2 
10 =^ri^y5^/K VT'o/Jfr^rv'^f^/K n h^v'^ f'/K tert-"/ h^->^ f^/K7>ct 9 

=^/1^Sj > 2. 2, 2- hy^Poaih:^r-»^/K K'^^ (2 n h^^E^v^) ;^^J^<r> 
20 Sj :^/u^:^-'U risar/u^/uSj ; 2 -'Oif 2 - 

2 -Tir h dE-'>ai5^/U, 2 -T'd t';i-n;»u;f df i^^f^/K 2 -7'^ 1) yU::*-^i^J^^/K 2 - 
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=Jf-v':/^/K 1 -tVN'D^/Ujfdrv'y^/K l-Tir h:3p->^^-^yK 1 -:/^e;f^/^;i- 
^rSSlTv-yuj ;^-:^ri^ rfgjgiT/u^yPSj l?OT'>>'i'^dev^ fimT/u^/i^mi ; ^ h=^'> 

3i^yK 1- {:^y^'ytn^if.^j\.-ti^^y) ai^^/K 1- (:/P5jf:^i>;!;/U7jf=/U;d-:^'» 
1- (•Yyyn7}f:Jri^:t;/U7j^-yujj-drv') n:f-yK i- {-f V^^'ylJ fVif.:^,Vi>s-^ 
oif-yK 1- (^yyh^->;t;/U>1^^/U^dei^) oi^/K 1- (tert-:/' h:^->;!7/l.7ff 

^v';{7/l-7K^/W^dr^» 1- (v^^ P'<>'5'/U;^dri^;i(7/u4?-yp;j-:i^o^) ^^^^^ 

(•>>?n-.=^ri/yu:rdr->;t;/u4f^/u;j-apv) i- (v-^ ^-s^^>y^;^-:i^v.;it;;^^,-- 
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/u:^^-^) 2- (-r y7P^=Sri/:!t7yU/Jf->'U;i-:5E-i^) :3if^/K 2- (yh^v/^/u 

Jcf-/K 2- ('(' h=¥ v':)!7/U/J?-/>;i-^v') Ji^yK 2- ('^V^/U;*- 
:3f-v/;t;;U4^-/u;t^v') 2- (^^i//U:^-=¥->;<7/i^4?-/U;!h^-» nif-zK 1- ( 

p< h^i^^ji'7f^=-/i'yi-^v') Tcitf/K 1- (^K=^->;^>'WJlt'=/i'5i-^v). yo^/K 1- 
5 (7'n^=3{->*/U/-J->:^>'U;i-=^rv') T'o f/K 1- ('I' y7'n;lfdr->:<;/W/r:;zyU;i-drv') 

tVK 1- yne/K 1- (Wyy h=3E^v';<//l^^*-/l'5*-=^r'> 

) 7°P tVu. 1 - K>'f-/u;t=3r'>;*/u;}f^/u:t^'» 7°d l^^K 1 - (^^iy/\^:t^i^ti 
/U7j?=/U:t=Jri/) T'ntVK 1- U h'^'>:tJ/U7ti=./\^7ir^'» zf'^/K 1- i^^h^-y^ 
/U7f.=./Uyir^->') y^/K 1- (7'D;}?^•>*y^^^^-/^;^-=^rv') ^^/K 1- Ky^tJ/}? 

h=¥'>;!7/^'-i-^::^/^;d-=^v') ^^/K l- h=3r>';<7/U^;=yU:jj-drv') ^y^/K 1- 

; {5-y:c:^J\^-2-:t^V-\, 2,-V':^^V \^y- A-^ M [5-(4- 
15 -2-:t^y-l, 3 -v^5^dr y u:/- 4 -'f yi^] >f-/K [5- (4- 

^ h^e/^a-yu) -2-;*-=5ry-l, 3->':t^y U>'-4-'r/l'] >f-/W, [5- (4 
-7/U;i-n7*=./U) -2-;^^y-l, 3-v';j-:Jf y u:^-4— C/u] ^f-/K [5- ( 
4-^no73ir^/U) -2-5f^y- 1 , 3-v:t=SryU'>'-4-^yU] ^f-yu. {2-it 
^y-1, 3-v';f^y U>-4— T/u) >-5^yK (5 2 -;tdry- 1 , 3-v^ 
20. Tir^yuy-A-^/i') ^f^^K (5 -^f^/u- 2 -:^-#y- l . 3 -v^^^-^y uv- 4 - 
^ji^) ^^/K (5-yp tvu-2-:*-:3py- 1, 3 --:^;d-:5ry 1^:^-4— r/i^) >^/K 

(5->ry7°n tVu-2-;t=^ry- 1, 3-v=^^y U>'-4-^yi') ;><f^/w. (5-^^ 
yu-2->j-^y- 1, 3->';t=Jry u:/-4— T/u) >^yKD=t o J!e;i-=^y>^;^=^y ^'->'^ 

25 =3rv'7^ y v'/K7>J: 9 'If y v^yugj : 7ai:^/K ^^^/^yKOj; 5 'i: y -yuSj 

n-yf^/u5^:t, ^yyf-yu^;t, s -7'^yu^;d-, tert-^f^yi^it, n — Jv-^yu 
y'<>^yi^:t. 2 - ^ f^yu^ f-yuf^;^-. 4^;i--^:^^yu^;i-. i -ni^yu:^ c ifyu 
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fV'f-^ , 2 - ^ '^;u-<:y^,v^:t. 1 - ^ ^)V^:^^/\.^ir. 3 , 3 - V ^ ^/i^y^ju^yi- 
. 2, 2-^y;^'^j^y'^;U^ir. 1, 1 ^-yuy^^u^:-;^^ 2 - f-yU^^^/Uf- 

cfc 9 J'cC^^IS: 1 10cOiim3^(i5^^mT/U:^/l'5^;i-S^^ L. ^fjitCfli^^it 1 71,^4 

, 2B@(c. tmmm. mmm. -^/^yrn. ^mmmi ^^mi tn.^<^n. 
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ms[xhixtm\zmmitfj:\^^ii\ miMm^mmtLx. mmmi:iti\'^xtt^mi^ito.m5 
25 ~2m*%, 5E{w^^^ilc(lo.ol~o.5Ml^b;tft0^Jlciov^T»Ji{llio.(x)l~5l[l», ^tiztm 

iriiO. 01 ~0. 5Mft%;■!^/^7 7^Jlwi3^^-C$^ii(l(tO. 00l~5Sfi%. MlC^figfCliO. 01~0. 5 

fift%;^fcS*ii$"j^jiciov>-c$Ki;ci±o.ooi~5afi%, Mi-$?jii-i±o.oi~o. iMM%M^^i 



15 



20 



25 



WO 01/05400 PCT/JPOO/04728 

-26- 

iio.(x)oi~5»fi%. M{w»3g{c{ao.ooi~o. \mmM'>^/i^:^mizisi^xim\mQ.oi'^5 

m.oi^o.smM-Mtp.^^ ^3^ii^:fcV>-C*?ii{v:(i0.001~10fi*%. MJC^fjililio. 01~5 

5 ^{w:fo^^r$Kg(I^io. 000001-0. 00514%, ^iztimiato.moi^o.ooimm>-MTu/u^ 
-Miz.io^'X»m{ato. ooi~5Sl^4. Mlc^figciiio. oi~o. bmm>:mwimmn:.ts\,^xtti- 

m\ato. ooi~5fiisb, jEd^fsicjm oi-^imm-.^mmmi^tsi^^xamiato. oi~ios* 

0.001~0.11[lfl6T**)So 

-yK ^h=^i-:/-/K fm-(y='-f-y-/K mm=^=^-f-:/-/K mm:i-^'>=^i'y^~ji'^ 

^•:¥i^y-/K ;^/i'7r^ h=5r->fy yv?>, T^j^yry V\^y'y>. y^jvyj^ K 
5:i/>-, y^jvyj :^=^y~/v, y-)\^yr yy\/>. y^/i^y r^yy y^/uy^y:^^ 
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. m^\t. tV^nUJ^jx, VDiiA;^, 3L^a])M.^^ i^i^u7.:f.]) ^^X2\)J^7.^ 

$:/yi:':/, FTY-720 (2-T5y-2- (2- (4 - 

Tyy3^-r^-)-V^)':pJ^. T^^dm^^yUJ^^ ^yVo^*^, -l':rVn7a.>'lf= 

10 J^-O-^yv^rx, i^^^ai^A, ir^^-zfui/y^ ^V^/^i^^ym. iJ'n^? h^, 

=-7;uj>.sks fn^'>5!7A, 73l:^•tf^^', y 9 V V ^ y^^j-Zuy 
zs^vijjwyfy ysL)V\f-r^. yx.-y:fy3^y^ yno— a, yy^.^-^-^'^^ -fy/-f 
15 073::/, y/U/UtVn^a^, yn^^yi-^-, > hf^Tv:^, :^^ri/y 

20 =^^1^W'>:/. T±'^J\^^t'y-ry(-yy. TM.Tt^TV ^^B^ T^^iy-yvy. Tyt'-y 
Vy. -wmtt-r-^^yy^ if^/ua/N^gfniy j^nw-^. a^\):^u-vy('yv^ aiy;^ 

■<^])y. iggf K=3r yyuf'>^, V t°v^ V y. ^y</i^x^y^i^ y ^-yv-r yy 
, tggf/^^-a-r^fv^:/, jg®fe7>->y-:f-A, iggsy^^it-^^v'v. mk^y-f^ ^ vy. 
msk])y^'^^yy. i£^yi-y\^yvy. ^^i^^=-y])yi-\^])'>J>'s ^^D-^yfyy, 
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^'K-zU-^hy "^A. iryyi^^i^y. ir^r nf->-:M> y r>A, -ir^r n y v^^-, ir7^ 

y:/^sy T^h^f-'f^y^, h->/L'®E;^yu^5v'y>, h^^wv^^'. hya-^r 

hy-^A, e^yv'^^, 7Tn-<^A^hy .>A. 7'nf;^-:xffifv^3i^-^^'v'^^/:7ai^.f^ 
15 '>y^;^7y^A, :7iy:3r->^^yu--i=v'y ^;*y rj7A, ^>'v=yu^:::>'y y -J^A, ^ 

20 y^ fmy'\y7i-^-(y>, mjs^^:fji-^^^>y^ ^^m^ya^^>yy^ egggjj^y $^v^:/b 

i/^pfVK ;</>">^ot:7K i^=^y^7'v5:/, if/U'>:?tV, v^^/v'V, i/h'yi/y, ^ 
. T^^y^^yyD. l-t^/>°7=¥^— tf, T±ir=pYy. r>^=^^;^, f?yi/jK 
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ihJi^i/K. x./^y^\fy, ^T^yj^\f'yi^s mk^y/i-i^'». msk-fvy'r^y. 
f /uif ixy, i^K'j7//H:fv'y, j^K^^ey/pfv'y, iggjf^/i't'v'V. msty 

5 *;^7r^ K i^^^'/y'^y, 'y^/y^yv. i^^y^fyrt^t-p^yr—}^. 

'yv. /ji^:ti-yh-yv>. ^ hh^=^ri^-h, pj/u^ry^^. mmmmtii<iio. 

^ >'y. msti^y-!^ V ^^y. mik^yzfyy^^y^ i^y^i-ym. ^fdimbo^^flc 
^WtTV ;>^^iyy. ^y=^>'Wyy:y^y\:^Yy^y. 'r:t^J^Wyy:^-/^\^y^)y. ^-^^ 

25 W',^^t>A, Bin. C. D, E^^m^ihm^X^^o 

^=^\fi-y^^'y. WSkir^if\yf^. mtt'^Vi^'y. :^=^r1^h5 h\ ^n^^y^'^ 
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iJVtPJ^. ^mmikfu\f-:/uy^ -^^i^^/Un/uHo^, ^^^i^^^^y.^^ 

/Wi5'n^^>/>>, ypf;t:^^>^D-<:5^:/-yK yxi\^ir>m!T^^ ^ ^ ^ly^ T^p 
^:7"pK:/. :?"pe:^>'iS?'<^p^^y^, -<>5'>i5'y>, ;^^,^,-ru V-^u:.-^ 

iJ'P-C^y^^ g§^t KP^r/Wf^yV. §g^7°D t°;4->iet h'pn/Wf-yV, gS^yp.e;j- 
±IE(wt5lt5=hP^$^i/-/u^j|j[^<i:Ux. (1) 75M (9) . HIc 
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(1 0) Th\^-m.m^ 
5 (11) mm<oT h f — i4^it0^ 
(12) /J^]^(75T h e-fij^m 
ii 3) ■^mtt^xitm^K 

(14) ^ 
(15) 

(17) ^i^mmximm 

(1 8) 

(19) 

(20) &m 

15 (2 1) IbflgttJ^iti^S 
■ (2 3) 

(2 4) nmjmm.. Mw--^m. ^^^m. ^n'm.mdm. 'j^f^y<y^wm. urn. 

(!l^?S3t^^tf) , mm^J^^. t>:y'y^m (fi^t>*e)/uiS. 

^m-f^m^X^. MW?iS(^(i, (10) , (11), (12) . (13) . (14) s 

tj« (1 5) -cfeSo ±iE^iar3^.m<^?§]t, f-mxi-mmic^tx. -hP-<5^y- 
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=-hx2^i^y^;^^^^^,^ hn^^)/-yux'*,5 (1 3) &m<n>L7i.^ ^mt)imx\m 
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5 i!kmm9[-mm. 

\z.^^-f^ (10) T v\i-mL^--^<nvsm.-5Lm''mm^m\. 

^*/-c(i3S^){cioit?)^St^*n^o 
, y-AXfilfc^'tti'li^ffl Lili^^, v'oiyu, y >'^/£^<^)^1• 
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0. *fcM(C(il.5-5l[J|o/oT-fc5o 

H^tt/^ I. ^fjiCldZ 0-9. OT-fo 0 , H(C$f^(c(i3. 0-9. OT-fo 0 . M(C J: ^ ^figlc 
(1, 4. 0~9. 0T*>-5o 




R' R^ 
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1 


H 


NO, 


Me 




2 


H 


NO, 


CH,OH 




3 


H 


NOz 


CH,OAc 


5 


4 


H 


NO, 


OijOBn 




5 


H 


NO, 


ai,OBz 




6 


H 


NOz 


CHjSH 




7 


H 


NOz 


CH^SO^e 




8 


H 


NO, 


CHjSOiEt 


10 


9 


H 


NO2 


CH,SO,CH,CH,OH 




1 0 


H 


NO2 


CHjSOjCHmOAc 




1 1 


H 


NO, 


OljSOjCHzCHjOBz 




1 2 


H 


NOj 


□IjSOzCHjCHjOBn 




1 3 


H 


NO, 


CH2S02CH,CH2SH 


15 


1 4 


H 


NO2 


CHjSOzPr 




1 5 


H 


NO2 


CHjSOziPr 




1 6 


H 


NO, 


CHsSOjBu 




1 7 


H 


NO, 


CH,SO,Pn 




1 8 


H 


NOj 


CH2SO2HX 


20 


1 9 


H 


NOj 


CHjOCar 




2 0 


H 


NO2 


CHjNHCOjMe 




2 1 


H 


NO, 


CH,NHC(S)OMe 




2 2 


H 


NOj 


Et 




2 3 


H 


NO2 


CH2CH2OH 


25 


2 4 


H 


NOj 


CH2CH2OAC 




2 5 


H 


NOj 


OljOljOBn 




2 6 


H 


NOj 


CHjOljOBz 




2 7 


H 


NOj 


CHjCHjSH 
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28 


H 




O^OljSOjMe 


2 9 


H 


NOj 


CHzCHjSOjEt 


3 0 


H 


NO, 


CH^CHjSOmCHjOH 


3 1 


H 


NO, 


CH,CH2S0,CH2CH,0Ac 


3 2 


H 


NO, 


CH,CH,SO,ffl,CH,OBz 


3 3 


H 


NO, 


CH,CH,SO,CHXH,OBn 


3 4 


H 


NO, 


CH^CH^SOXHjCHjSH 


3 5 


H 


• NO., 


CHzCHjSOjPr 


3 6 


H 


NO, 


ai,CH,SO,iPr 


3 7 


H 


NO, 


CH,CH,SO,Bu 


3 8 


H 


NO, 


CHaCHjSOaPn 


3 9 


H 


NO2 


CH^CH^SOjHx 


4 0 


H 


, NO2 


OljCHzOCar 


4 1 


H 


NO2 


CHjCHxNHCOjMe 


4 2 


H 


NO, 


CH2CH,NHC(S)0Me 


4 3 


H 


NOj 


CHzCHjMor 


44 


H 


NOj 


Pr 


4 5 


H 


NO2 


C3l2CH2CH,0H 


4 6 


H 


NO2 


CH,CH,CH,0Ac 


4 7 


H 


NO2 


CHzCHjCHjOBn 


48 


H 


NOi, 


CHjCHjCHjOBz 


4 9 


H 


NO, 


CHzCHzCHjSH 


50 


H 


NO, 


CH2CH(0H)CH:, 


5 1 


H 


NO2 


CH2CH(0Ac)CH3 


5 2 


H 


NO, 


CH2CH(0Bz)CH3 


53 


H 


NOj 


CHsCHCSWCH., 


54 


H 


NO, 


CH,CH(0H)CH20Me 


5 5 


H 


NO2 


CH2CH(0Ac)CH20Me 
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5 6 


H 


NO2 


CH,CH(0Bz)CH20Me 




5 7 


H 


NO, 


CHXH(SH)CH,0Me 




5 8 


H 


NO, 


CH,CH(0H)CH,C1 




5 9 


H 


NOj 


CHjOKOAcXMjCl 


5 


6 0 


H 


NO, 


CH,CH(0Bz)CH2Cl 




6 1 


H 


NO2 


CH2CH(SH)CH,C1 




6 2 


H 


NO2 


CH,CH(OH)CH,F 




6 3 


H 


NO, 


CHaCHjCHiSOjMe . 




6 4 


H 


NO2 


OlaCHzCHjSOjEt 


10 


6 5 


H 


NO, 


CH2CH(CH:,)S0,Et 




6 6 


H 


NO2 


CHjCHjCHsSOjCHjCHjOH . 




6 7 


H 


NO2 


CH2CH2CH2SO2CH2CH2OAC 




6 8 


H 


NO2 


CHjCHsCHaSOaCHjCHsOBz 




6 9 


H 


NO2 


CHzCHjCH^SOjCH^CHjOBn 


15 


70 


H 


NO2 


CH2CH2CH2S02CH,CH2SH 




7 1 


H 


NO2 


CHjCHjOtjSOzPr 




7 2 


H 


NO2 


OlaCHaCHsSOziPr 




7 3 


H 


NO, 


CH,CH,CH,SO,Bu 




7 4 


H 


NO, 


CHaCHaCHjSOzPn 


20 


7 5 


H 


NOj 


CH2CH2CH2SO2HX 




7 6 


H 


NOz 


CHzCHjCHiNHOWIe 




7 7 


H 


N02 


CH,CH2CH,NHC(S)0Me 




7 8 


H 


NO2 


Bu 




7 9 


H 


NO2 


CHiCHjCHjCHjOH 


25 


8 0 


H 


NO, 


CHiCHmCHzOAc 




8 1 


H 


NO2 


CH2CH2CH,CH20Bn 




8 2 


H 


NOj 


ffljCHjCHjOlzOBz 




8 3 


H 


NOz 


Ql2Qi2CH2Q{2SH 
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5 



10 



20 



8 4 


H 


NO2 CHjCH(0H)CHjCH3 


8 5 


H 


NOz CH2CH(0Ac)CH,CH3 


8 6 


H 


NO, CHoCH(0Bz)CH,CH3 


8 7 


H 


NO2 CH,CH(SH)CH,CH., 


8 8 


H 


NO2 CH,£H(OH)CH,CHj,OMe 


8 9 


H 


NOj CH2CH,CH,CH,S0jMe 


9 0 


H 


NO, CH2CH3CH,CH,S0jEt 


9 1 


H 


NOj CH,CH,CH,CHjSO,CH,CH^ 


9 2 


H 


NOj CHjCHjCHjCHjSOsCHjCHjOAc 


9 3 


H 


NO2 CH,CHmCH,SO,CHXH,OBz 


9 4 


H 


NO2 CH,CHXHXH,SO,CH,CH,OBn 


9 5 


H 


NO2 CH2CH2CH,CH,.S0jCH/31.,SH 


9 6 


H 


NO2 CHjCHjCHsCH^SOziPr 


9 7 


H 


NO2 Pn 


9 8 


H 


NO2 (CH2)50H 


9 9 


H 


NO2 (CH2)30Ac 


1 0 0 


H 


NO, (CH2)50Bn 


1 0 1 


H 


NO, (CEOsOBz 


10 2 


H 


NO2 (CH2)3SH 


1 0 3 


H 


NO2 CHXHCOWCHjCH^CH, 


10 4 


H 


NOs CH2CH(0Ac)CH,CHj£H3 


1 0 5 


H 


NOj CH.,CH(0Bz)CH/:H2CH, 


10 6 


H 


NO2 CH,CH(SH)CR,CH2CH:, 


10 7 


H 


NO2 CH2CH(0H)CHXH,CH,0Me 


10 8 


H 


NO2 (CH2)3S02Me 


1 0 9 


H 


NO2 (CH2)3S0,Et 


1 1 0 


H 


NO2 (CH2)5S0,CH2CH20H 


1 1 1 


H 


NO2 (CH2)5S0,CH2CH20Ac 
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112 


H 


NO2 


(CH2)sS02CH2CH20B2 




113 


H 


NO2 


((E2)sS0,CH,CH30Bn 




1 1 4 


H 


NO2 


(CH,)5S0,CH,CH,SH 




1 1 5 


H 


NO, 


(CH2)5S02iPr 


5 


1 1 6 


H 


NO2 


Hx 




1 1 7 


H 


NO2 


(CH2)60H 




1 1 8 


H 


NO2 


(CH2)60Ac 




1 1 9 


H 


NO2 


(CH2)60Bn 




120 


H 


NO2 


(CH2)^Bz 


10 


1 2 1 


H 


NO, 






12 2 


H 


NO2 


CH,CH(0H)CHXH,CH,CH3 




1 2 3 


H 


NO2 


CH2CH(0Ac)CH2CHjCH2CH;, 




124 


H 


NO2 


CH2CH(OBz)CHjCH2CH2CH, 




1 2 5 


H 


NO2 


CH2CH(SH)CH,CH2CH2CH3 


15 


1 2 6 


H 


NO2 


CHjCH (OH) CH-^CHsCHzCHjOMe 




1 2 7 


H 


NO2 


(CH2)«S02Me 




1 28 


H 


NO2 


(ai2)BS02Et 




1 2 9 


H 


NO, 


(CH2),S02CH,CH,0H 




13 0 


H 


. NO2 


(CH2)^,CH2CH20Ac 


20 


1 3 1 


H 


NO2 


(CH2)6S02CH2CH20B2 




1 3 2 


H 


NOz 


(CH2)6S02CH2CH20Bn 




1 3 3 


H 


NO2 


(CH2)6S02CH,CH2SH 




1 3 4 


H 


NOj 


(CH2)6S02iPr 




1 3 5 


Me 


NOj 


Me 


25 


13 6 


Me 


NO2. 


CH2OH 




1 3 7 


Me 


NOj 


CH2OAC 




1 3 8 


Me 


NOj 


CHjOBn 




1 3 9 


Me 


NO2 


CHjOBz 
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14 0 Me 
14 1 Me 
14 2 Me 
14 3 Me 
14 4 Me 
14 5 Me 
14 6 Me 
14 7 Me 
14 8 Me 

14 9 Me 

15 0 Me 
15 1 Me 
15 2 Me 
15 3 Me 
15 4 Me 
15 5 Me 
15 6 Me 
15 7 Me 
15 8 Me 

15 9 Me 

16 0 Me 
16 1 Me 
16 2 Me 
16 3 Me 
16 4 Me 
16 5 Me 
16 6 Me 
16 7 Me 
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NOj CHjSH 

NOj CHsSOjMe 

NOs CHjSOjEt 

NO, CHmCHvCHjOH 

NO2 CHaSOjCHoCHjOAc 

NO2 CHmCHjOTjOBz 

NO2 CHjSOjCHjCHjOBn 

NO: CHjSO,CH,CHjSH 

NO2 CHjSO^Pr 

NO, CH,SO,iPr 

NO2 CH2SO2BU 

NO2 CHzSOjPn 

NO, CH2SO2HX 

NO2 CHjOCar 

NO2 CHjNHCOjMe 

NO2 CH2NHC(S)0Me 

NO2 Et._, 

NO2 Q\nm 

NO2 CH,CH20Ac 

NO, CHjCHjOBn 

NOj CH2CH2OBZ 

NO2 CHjCHzSH 

NO2 CHsCH^SOsMe 

NOj CHjCHzSOjEt 

NO2 CHjCHjSOvCHXHjOH 

NO2 CH2CH2SO,CH,CH,OAc 

NO2 CHjCH-SOsCHjCHzOBz 

NO2 CHsCHjSOjCHjCHsOBn 
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1 6 8 


Me 


NO2 


CHXHjSOzCHzCHjSH 




1 6 9 


Me 


NO, 


CHjCHjSOaPr 




17 0 


Me 


NO, 


CH,ai2S0,iPr 




1 7 1 


Me 


NOz 


CHsCMjSOoBu 


5 


1 7 2 


Me 


NOj 






1 7 3 


Me 


NO2 


CH,CH3S02Hx 




1 7 4 


Me 


NO2 


CHjCHjOCar 




17 5 


Me 


Npj 


CHjCH^NHCOjMe . 




176 


Me 


NOz 


CH,CH2NHC(S)0Me 


10 


1 7 7 


Me 


NOj 


Pr 




17 8 


Me 


NO2 


CHXH^Ca-OH 




17 9 


Me 


NO2 


CHjCHXHiOAc 




18 0 


Me 


NO2 


(BjCHjCHaOBn 




1 8 1 


Me 


NGj 


CHzCHjCHjOBz 


15 


1 8 2 


Me 


NO2 


CHjCHiCHzSH 




1 8 3 


Me 


NOj 


CHjCHComCH:, 




1 8 4 


Me 


NO, 


CHjCH(OAc)CH, 




1 8 5 


Me 


NO, 


CH,CH(OBz)CH, 




1 8 6 


Me 


NO, 


CH,CH(SH)CH, 


20 


18 7 


Me 


NO, 


CH,CH(0H)CH3GMe 




1 8 8 


Me 


NO2 


CH2CH(0Ac)CHj0Me 




1 8 9 


Me 


NO, 


CH,CH(0Bz)CH,aMe 




1 90 


Me 


N02 


CHjai(SH)CH,0Me 




1 9 1 


Me 


NOj 


CHzOKOWCHzCl 


25 


1 9 2 


Me 


NO, 


CH2CH(OAc)CH2Cl 




1 9 3 


Me 


NOj 


CHXH{0Bz)CH2Cl 




194 


Me 


NO2 


CH2CH(SH)CHX1 




1 9 5 


Me 


NO, 


CH,CH(OH)CH,F 
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196 


Me 


NO2 


CH,ai,CH,SOjMe 


19 7 


Me 


NO2 


aijCH,CH,S02Et 


19 8 


Me 


NO2 


CH,CH(CH3)S0,Et 


19 9 


Me 


NO, 


CHjCHjCHsSOjCHjaiOH 


2 00 


Me 


NOij 


CH,CH2CH,S0,CH,CH,0Ac 


2 0 1 


Me 


NO2 


CH,CH,CH,SOmCH20Bz 


2 0 2 


Me 


NO2 


CH,CH2CH,S0jCH,CH20Bn 


2 0 3 


Me 


NO2 


CHXH2GH2S02CH,CH2SH 


2 04 


Me 


NO, 


CHjCHsCHaSOjPr 


2 0 5 


Me 


NO, 


CH,CH,,CH,S0,iPr 


2 0 6 


Me 


NOj 


CH,CH,CH,S02Bu 


2 0 7 


Me 


NO, 


CHjOijCHaSOjPnHs 


2 0 8 


Me 


NO2 


CH2CH2CH2S02HX 


209 


Me 


NOj 


CHsCHjCHjNHCOjMe 


2 10 


Me 


NOj 


CH2CH,CH2NHC(S)QMe 


2 1 1 


Me 


NOj 


Bu 


2 12 


Me 


NO2 


CH,CH2CH2CH.X)H 


2 13 


Me 


NO, 


CHmCH,CH,OAc 


2 1 4 


Me 


NO2 


CHjCHzCHaCHsOBn 


2 15 


Me 


NO2 


CH,CH2CH2CH20Bz 


2 16 


Me 


NO2 


CH2CH2CH,CH2SH 


2 17 


Me 


NO, 


CH2CH(0H)CH,CH:, 


2 18 


Me 


NO2 


CH,CH(0Ac)CH2CH3 


2 19 


Me 


NO2 


CH2CH(0Bz)CH2CH3 


2 2 0 


Me 


NOz 


CHjCHCSWCHjCH:, 


2 2 1 


Me 


NO2 


CH,CH(0H)CH,CH,0Me 


2 2 2 


Me 


NO2 


OijCHzCHjOijSOzMe 


2 2 3 


Me 


NO, 


CHjmzCHjCHjSOjEt 
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2 24 


Me 


NO2 


CH2CH,CHXH,S02CH2CH,0H 




2 2 5 


Me 


NO, 


ai,CH,CHXHjSO,CT,CH,OAc 




2 2 6 


Me 


NO2 


CH,ai,CHmS0,CH,CH20Bz 




2 2 7 


Me 


NO2 


CH,CH2CH,CH,S0,CH,CH,0Bn 


5 


2 2 8 


Me 


NO, 


CH,CHXHjCH,SO,CHXH,SH 




2 2 9 


Me 


NO, 


CH,CH,CH3CH,Sa..iPr 




2 3 0 


Me 


NO, 


Pn 




2 3 1 


Me 


NO, 


(CH2)50H 




2 3 2 


Me 


NO, 


(CH2)30Ac 


10 


2 3 3 


Me 


NO, 


(CH,)50Bn 




2 3 4 


Me 


NO, 


(CH2)30Bz 




2 3 5 


Me 


NO, 


(CH,)5SH 




2 3 6 


Me 


NO, 


CH,CH(0H)CH,CH2CH3 




2 3 7 


Me 


NO, 


CH,ai(OAc)CH,CH,ffl:, 


15 


2 3 8 


Me 


NO, 


CH,CH(0Bz)CHXH2CH3 




2 3 9 


Me 


NO, 


CH2CH(SH)CH2CHjPl3 




2 4 0 


Me 


NO, 


CH2CH(0H)CHXH/:H/)Me 




2 4 1 


Me 


NO, 


(CH,)5S0ile 




2 4 2 


Me 


NO, 


(ai,)5S0,Et 


20 


24 3 


Me 


NO, 


(CH2)5S0/B.CH20H 




244 


Me 


NO, 


(CH,)5S0,CH/3i,0Ac 




2 4 5 


Me 


NO, 


(CH,)5S0,CH,CH20Bz 




2 4 6 


Me 


NO, 


(CH2)3S0XHXH20Bn 




24 7 


Me 


NO, 


(CH2)5SaCHXH,SH 


25 


24 8 


Me 


NO,. 


(CH2)5S02iPr 




2 4 9 


Me 


NO, 


Hx 




2 5 0 


Me 


NO, 


(CH2)60H 




2 5 1 


Me 


NO, 


(ai,)60Ac 
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2 5 2 Me 
2 5 3 Me 
2 5 4 Me 
2 5 5 Me 
2 5 6 Me 
2 5 7 Me 
2 5 8 Me 
2 5 9 Me 
2 6 0 Me 
2 6 1 Me 
2 6 2 Me 
2 6 3 Me 
2 6 4 Me 
2 6 5 Me 
2 6 6 Me 
2 6 7 Me 
2 6 8 Et 
2 6 9 Et 
2 7 0 Et 
2 7 1 Et 
2 7 2 Et 
2 7 3 Et 
2 74 Et 
2 7 5 Et 
2 7 6 Et 
2 7 7 Et 
2 78 Et 
2 7 9 Et 
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NO2 (CH2)eOBn 

NO, (CH,)60B2 

NO2 (CH2)fiSH 

NO2 CH,CH(0H)CHXH2CH.,CH, 

NO2 CH2CH(0Ac)CH.,CH2CH2CH3 

NOj CH,CH(OBz)CHXH,CHXH:, 

NO2 CH,CH(SH)CHmCHXH3 

NO, cHjCH (OH) aimfttjcnme 

NOj (CH2)eS0Jy|e 

NO, (CE,)BSO,Et 

NO2 (CH,)6S0:,CHXH20H 

NO2 (CH2)«S02CH,CH20Ac 

NOj (CH2)«S0jCH2CH,0Bz 

NOj (CH2)8S0,CH,CH20Bn 

NO2 (CH2)bS02CH2CH2SH 

NO2 (CH2)«S0jiPr 

NO2 Me 

NO, CH2OH 

NO2 CH,OAc 

NO2 CHjOBn 

N02 CH2OBZ 

NO2 CH,SH 

NO, CH,SO,Me 

NO2 CHjSOjEt 

NO2 CHjSOjCHjCHjOH 

NO2 CHjSO,CHmOAc 

NO2 CHoS02CH2CH,0Bz 

NO, CHzSOjCHaOijOBn 
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2 8 0 


Et 


NO2 


CHjSOiCHzCHzSH 




2 8 1 


Et 


NOj 


CHjSOaPr 




2 8 2 


Et 


NO, 


CH,SO,iPr 




2 8 3 


Et 


NO, 


CH2SO2BU 


5 


2 84 


Et 


NO, 


CHjSOjPn 




2 8 5 


Et 


NO, 


CH,SO,Hx 




2 8 6 


Et 


NO2 


CHjOCar 




2 8 7 


Et 


NOj 


CHjNHCOjMe 




2 8 8 


Et 


NO2 


CH;NHC(S)OMe 


10 


2 8 9 


Et 


NO2 


Et 




2 9 0 


Et 


NO2 


CH,CH,OH 




2 9 1 


Et 


NO, 


CHjCHjOAc 




2 9 2 


Et 


NO2 


CH2CH20Bn 




2 9 3 


Et 


NOz 


CHaCHjOBz 


15 


2 94 


Et 


N02 


CH2CH2SH 




2 9 5 


Et 


NOz 


CHjCHjSOzMe 




2 96 


Et 


NO2 


CHjCHjSOzEt 




2 9 7 


Et 


NO, 


CHmSO,CH,CR,OH 




2 9 8 


Et . 


NO, 


CH2CH,S0,CH,CH,0Ac 


20 


2 9 9 


Et 


NO2 


ai2CH2S0,CH,CH,0Bz 




3 00 


Et 


NO2 


CHjCHzSOoCHoCHjOBn 




3 0 1 


Et 


NO, 


CH,CH,S0,CH,CH2SH 




3 0 2 


Et 


NO2 


CHjCHzSOzPr 




303 


Et 


NO2 


CHjCHzSOjiPr ' 


25 


3 04 


Et 


NO2 


CHjCHmBu 




3 0 5 


Et 


NO2 


CHvCHzSOsPn 




3 06 


Et 


NO2 


CHjCHzSOoHx 




3 0 7 


Et 


NO2 


CHjfflzOCar 
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3 0 8 


Et 


NO2 


ffl,CH,NHCOJlle 


309 


Et 


NO2 


CH2CH,NHC(S)0Me 


3 10 


Et 


NO, 


Pr 


3 1 1 


Et 


NO, 


CH,CH2CH20H 


3 1 2 


Et 


NO, 


CH,ai,CH,OAc 


3 13 


Et 


NO, 


CH,CH,CH,OBn 


3 1 4 


Et 


NOij 


CHjOlzCHaOBz 


3 15 


Et 


NO2 


CHXHiPljai 


3 16 


Et 


NO, 


CH,CH(OH)CH:, 


3 1 7 


Et 


NO, 


CH,ai(OAc)CH:, 


3 1 8 


Et 


NO, 


CH2CH(0Bz)CH, 


3 1 9 


Et 


■ NO2 


CH2CH(SH)CH:, 


3 2 0 


Et 


NO2 


CH,CH(0H)CH20Me 


3 2 1 


Et 


NO, 


CH,CH(OAc)CH,OMe 


3 2 2 


Et 


NOj 


ai,ffl(0Bz)CH20Me 


3 2 3 


Et 


NOj 


CH2CH(SH)CH20Me 


3 2 4 


Et 


.. NO, 


CH2CH(0H)CH2CI 


3 2 5 


Et 


NO, 


CH,CH(0Ac)CH2Cl 


3 2 6 


Et 


NO, 


CH,CH(OBz)CH,Cl 


3 2 7 


Et 


NO, 


CH,CH(SH)CH,C1 


3 2 8 


Et 


NO2 


CH2CH(0H)CH,F 


3 2 9 


Et 


NO2 


CH,a«:H,S02Me 


3 3 0 


Et 


NO, 


CH,CH,CH,SO,Et 


3 3 1 


Et 


NO, 


CHjCHCCH^^SOjEt 


3 3 2 


Et 


NO2 


CH2ai,CH2S0,CH,CH20H 


3 3 3 


Et 


NO2 


CHsCH^CHsSOzCHjCHaOAc 


3 34 


Et 


NO, 


CHjCHjCHjSO^CHjCHzOBz 


3 3 5 


Et 


NO2 


CHjCHjCHaSOaCHzCHjOBn 
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3 3 6 


Et 


NO2 


CHjCHaCHjSOjCHjCHzSH 




3 3 7 


Et 


NO, 


CHzfflzOljSOzPr 




3 3 8 


Et 


NO, 


CH,CH,CH,SO,iPr 




3 3 9 


Et 


NO, 


CH,CH,CH,SO,Bu 


5 


340 


Et 


NO, 


CHjOljCHaSOiPn 




34 1 


Et 


NO, 


CH,CH2CH,S0,Hx 




3 4 2 


Et 


NO2 


CH,CH2CH,NHC0,Me 




3 4 3 


Et 


NO2 


CH2CH2CH2NHC(S)0Me 




344 


Et 


NO, 


Bu 


10 


3 4 5 


Et 


NO, 


CH,ai,CH2CH,0H 




3 4 6 


Et 


NO, 


CHjCHjCHjCHjOAc 




3 4 7 


Et 


NO, 


CTjffljCHjCHoOBn 




3 4 8 


Et 


NO2 


CHjCHjCHjCHjOBz 




34 9 


Et 


NO2 


CH2CH2CH2CH2SH 


15 


3 5 0 


Et 


NO2 


CH2CH(0H)CH2CH3 




3 5 1 


Et 


NOj 


CH2CH(0Ac)CH2CH3 




3 5 2 


Et 


NO2 


CH2CH(0Bz)CH2CH3 




3 5 3 


Et 


NO, 


CH,CH(SH)CH,CH:, 




3 5 4 


Et 


NO2 


CH2CH(0H)CH,CH20Me 


20 


3 5 5 


Et 


NO, 


CHjCHjCHaCH^SOjMe 




3 5 6 


Et 


NO2 


CHzCHjCHjOljSOsEt 




3 5 7 


Et 


NO2 


CH,CH2CH,CH,S0i,CH2CH20H 




3 5 8 


Et 


NO2 


CHjCHzCHvCHaSOsCHjCHsOAc 




3 5 9 


Et 


NO2 


CHzCHzCHjCHjSOzCHzCHjOBz 


25 


3 60 


Et 


NO2 


CH2CH2CH,ffl2SO,ai2ai20Bn 




3 6 1 


Et 


NO, 


CH2CH2CH,CH,S0,CH,CHjSH 




3 6 2 


Et 


NO, 


CHzCHjOizCHjSOziPr 




3 6 3 


Et 


NOj 


Pn 
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3 64 


Et . 


NO2 (CH2)50H 




3 6 5 


Et 


NO2. (CH.,)30Ac 




3 6 6 


Et 


. NO, (CH2)50Bn 




3 6 7 


Et 


NOj (CHj),OBz 


5 


3 6 8 


Et 


NO2 (CH2)5SH 




3 6 9 


Et 


NO, CH,CH(OH)CHmCHj 




3 7 0 


Et 


NO2 CH3CH(0Ac)CH,CHjCH3 




3 7 1 


Et 


NO2 CH2CH(0Bz)CHXH3CH3 




3 7 2 


Et 


NO2 CH2CH(SH)CH2CHjCH3 


10 


3 7 3 




NO, CH3CH(0H)CH,CHXH,0Me 




3 74 


Et 


NO, (CH2)5S0,Me 




3 7 5 


Et 


NO2 (CH2)5S02Et 




3 7 6 


Et 


NO2 (CH2)jS0,CHjCH2GH 




3 7 7 


Et 


NO2 (CH2)5S0i,CH,CH20Ac 


15 


3 7 8 


Et 


NO2 (CH2)3S02CHjCH.,OBz 




3 7 9 


Et 


NO2 (CH2)5S02CH,CH20Bn 




3 8 0 


Et 


NOj (CH2).,S02CH,CH,SH 




3 8 1 


Et 


NO, (CH2)5S0,iPr 




3 8 2 


Et 


Ntt, Hx 


20 


3 8 3 


Et 


NO2 (CH2)«0H 




3 8 4 


Et 


NO2 (CH2)^Ac 




3 8 5 


Et 


NO2 (CH2)60Bn 




3 8 6 


Et 


NO2 (CH2)60Bz 




3 8 7 


Et 


NO2 (CH2)eSH 


25 


3 8 8 


Et 


NO2 CH2CH(0H)CHXH,CH2CH3 




3 8 9 


Et 


NO2 CH,CH(OAc)CH,CH,CH,CH, 




3 9 0 


Et 


NO2 ai2CH(0B2)CH2CH2CH2CH3 




3 9 1 


Et 


NO2 CH,CH(SH)CH,CH2CH,CH, 
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3 9 2 


Et 


NO2 


CHjCH (OH) CH2CH,CH,CH30Me 




3 9 3 


Et 


NO2 


(CH,)6S0^e 




3 9 4 


Et 


NO, 


(CH,)6S02Et 




3 9 5 


Et 


NO, 


(CH,)eS0,CH,CH20H 


5 


3 9 6 


Et 


NO, 


WgSOjCHjCHjOAc 




3 9 7 


Et 


NO2 


(CH2)eS0,CH,CH,0Bz 




3 9 8 


Et 


NO, 


(CH2)6S0,CH,CH,0Bn 




3 9 9 


Et 


NOj 


(CH2)6S0,CH,CH2SH 




4 0 0 


Et 


NO2 


(CH2)6S02iPr 


10 


4 0 1 


CH,OCar 


NO, 


H 




4 0 2 


CH,OCar 


NO, 


Me 




4 0 3 


CHjOCar 


NO: 


Et 




4 04 


CHjOljOCar 


NOz 


H 




4 0 5 


CHzCHXlCar 


NO2 


Me 


15 


4 0 6 


CHjCH^OCar 


NOz 


Et 




4 0 7 


NOz 


H 


Me 




4 0 8 


NOz 


H 


CHjOH 




4 0 9 


NO, . 


H 


OljOAc 




4 10 


NO2 


H 


CH20Bn 


20 


4 1 1 


N02 


H 


CHjOBz 




4 12 


NOs 


H 


CHjSH 




4 13 


NO2 


H 


CHjSOJle 




4 14 


NOz 


H 


CHjSOjEt 




4 15 


NO, 


H 


CHjSOsCHsCHjOH 


25 


4 16 


NO2 


H 


aisSOjOijOljOAc 




4 17 


NO2 


H 


CHjSOzCHjOlzOBz 




4 18 


NO2 


H 


CHjSOjCHsCHjOBn 




4 19 


NO2 


H 


CHjSOzCHsCHzSH 
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4 2 0 NO2 
4 2 1 NO2 
4 2 2 NO, 
4 2 3 NO, 
4 24 NOj 
4 2 5 NOj 
4 2 6 NO2 
4 2 7 NO, 
4 2 8 NOj 
4 2 9 NO2 
4 3 0 NO2 
4 3 1 NOj 
4 3 2 NO2 
4 3 3 NOj 
4 3 4 NO2 
4 3 5 NO2 
4 3 6 NOj 
4 3 7 NO, 
4 3 8 NO2 
4 3 9 NO2 
4 4 0 NO2 
4 4 1 NO2 
4 4 2 NO, 
4 4 3 NO, 
4 4 4 N02 
4 4 5 NO2 
4 4 6 NO2 
44 7 NO, 
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H 


CH2S02Pr 


H 


CHjSOsiPr 


H 


CHjSOjBu 


H 


CH2S02Pn 


H 


CH2SO2HX 


H 


CH20Car 


H 


CH2NHC0,,Me 


H 


CH2NHC(S)0Me 


H 


Et 


H 


CH2CH..OH 


H 


CH2CH2OAC 


H 


CH2CH,0Bn 


H 


CHsOlaOBz 



H OijCHzSH 
H CHjCHjSOjMe 
H CH2CH2S02Et 
H CHjOisSOjaijCHsOH 
H CHjCHjSOjCHmOAc 
H CH2CH,S0XH,CH:,0Bz 

H CH2CH2S02CH2CH,0Bn 

H CH2CH2SO2CHXH2SH 

H CH2CH2S0,Pr 

H CH2CH2S0,iPr 

H OijCHzSOjBu 

H OfcfflsSOoPn 

H OljCHoSO^ 

H CHjCHoOCar 

H fflzCHaNHCOile 
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44 8 


NOz 


H 


CH2CH2NHC(S)0Me 




44 9 


N02 


H 


Pr 




4 5 0 


NOj 


H 


CH,CHXH,OH 




4 5 1 


NO2 


H 


CHjCHjCHjOAc 


5 


4 5 2 


NO2 


H 


CHjCHzCHjOBn 




4 5 3 


NO2 


H 


CH2CH,CHX)Bz 




4 5 4 


NO2 


H 


CH2CH2CH2SH 




4 5 5 


NO, 


H 


CH2CH(0H)CH, 




4 5 6 


NO, 


H 


CH2CH(0Ac)CH3 


10 


4 5 7 


NO, 


H 


CH,CH(OBz)CH:, 




4 5 8 


NOz 


H 


CH,CH(SH)CH3 




4 5 9 


NO2 


H 


CH2CH(0H)CH,0Me 




460 


NOz 


H 


CH2CH(0Ac)CH20Me 




4 6 1 


NO2 


H 


CH2CH(0Bz)CH,0Me 


15 


4 6 2 


NO2 


H 


CH2CH(SH)CH20Me 




4 6 3 


NO2 


H 


CH2CH(0H)CHjCl 




4 64 


NO2 


H 


CH2CH(0Ac)CH,Cl 




4 6 5 


NO2 


H 


CH,CH(0Bz)CH2Cl 




4 6 6 


NO2 


H 


CH2CH(SH)CH2C1 


20 


4 6 7 


NOz 


H 


CH2CH(0H)CH,F 




4 6 8 


NO2 


H 


CH2CH2CH2S0jMe 




4 6 9 


NO2 


H 


CHjCHXH^SOjEt 




4 7 0 


NO2 


H 


CH2CH(CHj)S02Et 




4 7 1 


N02 


H 


CH2CH2CH2S02CH2CW20H 


25 


4 7 2 


NOj 


H 


CH,CH,CH,S02CH2CH20Ac 




4 7 3 


NO2 


H 


CH2CH2CH2S0,CH,CH20Bz 




4 7 4 


NO2 


H 


CHjCHjCHzSOpljCHzOBn 




4 7 5 


NO2 


H 


CH2CH2CH2S02CH2CH2SH 
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4 7 6 


NO2 


H 


CH2CH2CH2S02Pr 


4 7 7 


NO2 


H 


CHjCHjCHsSOjiPr 


4 7 8 


NO, 


H 


CH,CH2CH.,S0,Bu . 


4 7 9 


NO, 


H 


CHjCHjCHjSOjPn 


4 8 0 


NOj 


H 


CHsCHjCHjSOsHx 


4 8 1 


NO, 


H 


CHsCHXH^NHCOsMe 


4 8 2 


NO, 


H 


CH2CH,CH,NHC(S)0Me 


4 8 3 


NO, 


H 


Bu 


4 84 


NOj 


H 


CHjCHjCHjCHjOH 


4 8 5 


NO2 


H 


CH,CH,CH,CH,OAc 


4 8 6 


NO, 


H 


CHjCHjCHmOBn 


4 8 7 


NOj 


H 


CHzCHjOijCHjOBz 


4 8 8 


NOs 


H 


CHjCHjCHjCHjSH 


4 8 9 


NO2 


H 


CH2CH(0H)CH,CH, 


4 9 0 


NO2 


H 


CH2CH(0Ac)CH,CHs 


4 9 1 


NO2 


H 


CH2CH(0Bz)CHjCH, 


4 9 2 


NO2 


H 


CH2CH(SH)CH2CH, 


4 9 3 


NO, 


H 


CH2CH(0H)CH2CH,0Me 


4 94 


NOj 


H 


CHjCHsCHvCHjSO^Me 


4 9 5 


NO2 


H 


CH^CHsCHsCHjSOsEt 


4 9 6 


NO2 


H 


CH2CH2CH2CH2SO2CH2CH2OH 


4 9 7 


NO2 


H 


CH2CH2CH,CH2S0,CH2CH20Ac 


4 9 8 


NO2 


H 


CH2CH:,CE,CH,S0,CH2CH20Bz 


4 9 9 


NO2 


H 


CHjCHjCHiCHsSOjCHjCHzOBn 


5 00 


NO2 


H 


CH2CH2CH,CH2S0,CH2CH2SH 


5 0 1 


NO2 


H 


CHjCHjCHjCHzSOziPr 


5 0 2 


NO2 


H 


Pn 


5 0 3 


NO2 


H 


(CH2)30H 
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5 04 


NO2 


H 


(CH2)sOAc 




505 


NO2 


H 


WsOBn 




5 06 


NO2 


H 


(CH,)50Bz 




5 0 7 


NO, 


H 


(CH2)5SH 


5 


508 


NOj 


H 


CH2CH(0H)CHjCH,CH3 




5 0 9 


NO, 


H 


CH2CH(0Ac)CH,CHjCHj 




5 10 


NO, 


H 


CH,ai(0Bz)CH,CH2CH3 




5 1 1 


NO2 


H 


CH2CH(SH)CH2CH2CH, 




5 1 2 


NOj 


H 


CH2CH(0H)CH2CH2CH,0Me 


10 


5 13 


NO, 


H 


(CH,)5S02Me 




5 14 


NO, 


H 


(GH2)sS0,Et 




5 15 


NOx 


H 


(CH2)3SO2CHXH20H 




5 1 6 


NOz 


H 


(CH2)8S02CH2CH20Ac 




5 1 7 


NOj 


H 


(CH2)sS02CH2CH20Bz 


15 


5 1 8 


NO2 


H 


(CH2)5S0,CH2CH20Bn 




5 1 9 


NOz 


H 


(CH2)5S02CH2CH2SH 




5 20 


NOj 


H 


(CH2)5S0,iPr 




5 2 1 


NOj 


H 


Hx 




5 2 2 


NO, 


H 


(CH2)bOH 


20 


5 2 3 


NOz 


H 


(CH2)60Ac 




5 24 


NO2 


H 


(CH2)60Bn 




5 2 5 


NO2 


H 


(CH2)^Bz 




5 2 6 


NOj 


H 






5 2 7 


NO2 


H 


CH2CH(0H)CH,CH2CH2CH, 


25 


5 28 


NO2 


H 


ai2CH(OAc)CH2CH2CH2CH3 




5 2 9 


NO2 


H 


CHjCHWBzX^lXHoCHjCH, 




5 30 


NO2 


H 


CH2CH(SH)CH,CH,CH2CH3 




5 3 1 


N02 


H 


CHjCH (OH) CHjCHjCHjCHoOMe 
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5 3 2 NO2 


H 


(CH2)6S02Me 


5 3 3 NO2 


H 


(CH2)6S0,Et 


5 3 4 NO2 


H 


(CH2),S0,CHXH20H 


5 3 5 NO, 


H 


(CH2)6S0,CH2CH,0Ac 


5 3 6 NO2 


H 


(CH2)fiS02CH2CH20Bz 


5 3 7 NO, 


H 


(CH2)6S0,CH2CH,0Bn 


5 3 8 NO, 


H 


(CH2)eS0,CH,CH,SH 


5 3 9 NO2 


H 


(CH2)6S02iPr 


5 4 0 NOj 


Me 


Me 


5 4 1 NO, 


Me 


CH2OH 


5 4 2 NO2 


Me 


CHjOAc 


5 4 3 NO2 


Me 


CHzOBn 


5 4 4 NO2 


Me 


CHjOBz 


5 4 5 NO2 


Me 


CH2SH 


5 4 6 NOj 


Me 


ai2S0jMe 


5 4 7 NO, 


Me 


CH2S02Et 


5 4 8 NO, 


Me 


CH2S02CHiCH20H 


5 4 9 NO, 


Me 


CHvSOvCHXHjOAc 


5 5 0 NOj 


Me 




5 5 1 NO2 


Me 


CHjSOjCH^CHjOBn 


5 5 2 NO2 


Me 


CH2SO2CH2CH2SH 


5 5 3 NO, 


Me 


CHzSOjPr 


5 5 4 NO2 


Me 


CHjSOziPr 


5 5 5 NO2 


Me 


CH2SO2BU 


5 5 6 NO2 


Me 


CHjSOjPn 


5 5 7 NOz 


Me 


CH2SO2HX 


5 5 8 NO2 


Me 


CHjOCar 


5 5 9 NO2 


Me 


CH2NHC0i.Me 
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5 6 0 


NOj 


Me 


CH2NHC(S)0Me 




5 6 1 


NO, 


Me 


Et 




5 6 2 


NO2 


Me 


ai,CH,0H 




5 6 3 


NOz 


Me 


OlzOljOAc 


5 


5 64 


NO, 


Me 


CHjCHjOBn 




5 6 5 


NOz 


Me 






5 6 6 


NO2 


Me 


(JI2CH2SH 




5 6 7 


NO2 


Me 


CHjCHjSOjMe 




5 6 8 


NO, 


Me 


CHjCHjSOjEt 


10 


5 6 9 


NO, 


Me 


CH,ai2S0,ai,cH,0H . 




5 7 0 


NO, 


Me 


CH2CH,S0,CH,CH,0Ac 




5 7 1 


NOz 


Me 


ai2CH2sa£H,ai20Bz 




5 7 2 


NO2 


Me 


CHjOliSOjCHzCHsOBn 




5 7 3 


NOz 


Me 


CH2CH2S0,CH2CH2SH 


15 


5 7 4 


NOj 


Me 


CHzCHiSOjPr 




5 7 5 


NO2 


Me 


CHjCHzSOjiPr 




5 7 6 


NO2 


Me 


CH2CH2S0,Bu 




5 7 7 


NO, 


Me 


CH,CH,SO,Pn 




5 7 8 


NO2 


Me 


CH2CH2SO2HX 


20 


5 7 9 


NO, 


Me 


CHaCHjOCar 




5 80 


NO2 


Me 


CHaCHiNHCOjMe 




5 8 1 


NO2 


Me 


CH2CH,NHC(S)0Me 




5 8 2 


N02 


Me 


Pr 




5 8 3 


NO2 


Me 


CH2CHoCH2(W 


25 


5 84 


N02 


Me 


CHjCHjCHjOAc 




5 8 5 


NO2 


Me 


CH2CH,CH.,0Bn 




586 


NO2 


Me 


CHjCHjCHjOBz 




5 8 7 


NOs 


Me 


CH2CH,CHjSH 
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5 8 8 


NO2 


Me 


CH2CH(0H)CH3 


5 8 9 


N02 


Me 


CH2CH(0Ac)CH, 


5 9 0 


NOj 


Me 


CH2CH(OBz)CH3 


5 9 1 


NO2 


Me 


CHjCHCSWCH, 


5 9 2 


NO, 


Me 


CHjOKOmCHjOMe 


5 9 3 


"NO2 


Me 


CHXH(0Ac)CH20Me 


5 94 


NO2 


Me 


CH2CH(0Bz)CH,0Me 


5 9 5 


NO2 


Me 


CHjOKSWCHjOMe 


5 9 6 


NOj. 


Me 


CHjOKOWCHjCl 


5 9 7 




Me 


CH,CH(OAc)CH,Cl 


5 9 8 


NOj 


Me 


CH2CH(0Bz)CH2Cl 


5 9 9 


NO2 


Me 


CHjCHCSWCHjCl 


6 00 


NO2 


Me 




6 0 1 


NO2 


Me 


CHjCHjCHsSOjMe 


6 0 2 


NOj 


Me 


CH2CH2CH,S02Et 


6 0 3 


NO2 


Me 


CH2CH(CH3)S02Et 


6 04 


NO2 


Me 


CHjOIjCHiSO^aCHjOH 


6 0 5 


NO, 


Me 


CHjCHaCH^SOjCHjCHjOAc 


6 0 6 


NO2 


Me 


CH2CH.,CH2SO,CH2CH20Bz 


6 0 7 


NO2 


Me 


CH^CHjCHjSOjCHvCHsOBn 


6 0 8 


NO2 


Me 


CHjCHjCHsSOjCHjCHzSH 


6 0 9 


NO2 


Me 


CH2CH2CH2S0,Pr 


6 10 


NO2 


Me 


CH,CH2CH2S02iPr 


6 1 1 


NO2 


Me 


CH2CH2CH2SO2BU 


6 1 2 


NOj 


Me 


CHjCHjCHsSOjPn 


6 13 


NOj 


Me 


CH2CH2CH2SaHx 


6 14 


NO2 


Me 


CH2CH2CH2NHC02Me 


6 15 


NO2 


Me 


CH2CH2CH2NHC(S)0Me 
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6 16 




Me 


Bu 




6 1 7 


NOj 


Me 


CH,CH,CH2CH20H 




6 1 8 


NO, 


Me 


CH,CH,CH,CH,OAc 




6 1 9 


NO, 


Me 


CH2CHXH,CH,0Bn 


5 


6 2 0 


NO, 


Me 


CH,CH,CH2CH20Bz 




6 2 1 


NO, 


Me 


CH^CHoCHmCHoSH 




6 2 2 


NO2 


Me 


CH.,CH(0H)CH,CH3 




6 2 3 


NO, 


Me 


CH2CH(0Ac)CH2CH3 




6 2 4 


NO2 


Me 


CH2CH(0Bz)CH,CH3 


10 


6 2 5 


NO, 


Me 


CH2CH(SH)CH,CH., 




6 2 6 


NO, 


Me 


CH2CH(0H)CH2CH,0Me 




6 2 7 


NO, 


Me 


CHzCHjCH-PlSOJle 




6 2 8 


NO2 


Me 


OizCHjCHjOiaSOzEt 




6 2 9 


NO2 


Me 


CHjCHjCHjCHjSOsCHzCHjOH 


15 


6 3 0 


NO2 


Me 


CHzCHjCHjCHjSOjCHjCHaOAc 




6 3 1 


NO, 


Me 


CH2CH2CH,CH2SaCH2CH20Bz 




6 3 2 


NO, 


Me 


ai2CH,CH,CH2S02CH2ai20Bn 




6 3 3 


NO, 


Me 


CH2CH,CH,CH2S0,CH,CHaSH 




6 3 4 


NO, 


Me 


CH2CH,CH,CH,S02iPr 


20 


6 3 5 


NO, 


Me 


Pn 




6 3 6 


NO, 


Me 


(CH2)30H 




6 3 7 


NO, 


Me 


(CH2)30Ac 




6 3 8 


NO, 


Me 


(CH2)50Bn 




6 3 9 


NO, 


Me 


(CH2)30Bz 


25 


6 4 0 


NO, 


Me 


(CH2)5SH 




6 4 1 


NO, 


Me 


CH2CH(CH)CH,CH,CH3 




6 4 2 


NO2 


Me 


CH2CH(0Ac)CH2CH2CH3 




64 3 


NO, 


Me 


CH2CH(0Bz)CH2CH2CH3 
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6 4 4 




Me 


6 4 5 


NO2 


Me 


6 4 6 


NO, 


Me 


6 4 7 


NO2 


Me 


6 4 8 


NO2 


Me 


6 4 9 


NO, 


Me 


6 5 0 


NO, 


Me 


6 5 1 


NO2 


Me 


6 5 2 


NO2 


Me 


6 5 3 


NO, 


Me 


6 5 4 


NOj 


Me 


6 5 5 


NOj 


Me 


6 5 6 


NO2 


Me 


6 5 7 


NO2 


Me 


6 5 8 


NO2 


Me 


6 5 9 


NO2 


Me 


6 6 0 


NO2 


Me 


6 6 1 


N02 


Me 


6 6 2 


NO2 


Me 


6 6 3 


NO2 


. Me 


6 6 4 


NO2 


Me 


6 6 5 


NO2 


Me 


6 6 6 


NOj 


Me 


6 6 7 


m, 


Me 


6 6 8 


N02 


Me 


6 6 9 


N02 


Me 


6 7 0 


N02 


Me 


6 7 1 


N02 


Me 
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CH2aHSH)CH2CH2CH, 

CH,CH(OH)CH,CH2CH20Me 

(CH,)5S0,Me 

(CH,)5S02Et 

(CH,)sS02CH2CH,0H 

(CH2)5SO,CH,CH20Ac 

(CH2)5S02CH2CH20Bz 

(CH2).,S02CH2CH20Bn 

(CH2)5S02CH2CH2SH 

(CH,)5S0,iPr . 

Hx 

(CH2)«0H 
(CH2)e0Ac 
(CH2)«0Bn 
(CH2)eOBz 

CH2CH(0H)CH2CH2CH2CH3 

CH,ai (OAc) CR,CH.,CHXH:, 

CH,CH(0Bz)CHmCH2CH:, 

CH,ai(SH)CH2CH,CH2CH3 

CH,CH(0H)ai2CH2CH,CH,GMe 

(CH2)fiS02Me 

(CHj)„SO,Et 

(CH2)6S02CH2CH20H 

(CH2)«S02CHjCH20Ac 

(CH2)6S02CH2CH20Bz 

(CH2)6S02CHXH20Bn 

(CH2)6S02CH,CH,SH 
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6 7 2 NOj Me (CH2)6S0jiPr 

6 7 3 iPr NO, Me 



±sSMl'P. iti-M^Ht't^it. K 21, 23. 28. 29, 43, 50, 54, 55, 56, 57, 58, 135, 13 
5 6, 137, 138, 139, 140, 141, 142, 153, 154, 155, 156, 157, 158, 159, 160, 161, 162 
, 163, 164, 165, 166, 167, 168, 169, 170, 175, 176, 178, 179, 180, 181, 182, 183, 
184, 185, 186, 187, 191, 192, 193, 194, 195, 196, 197, 198, 209, 210, 268, 290, 29 
1, 292, 293, 294, 295, 296, 308, 309, 316, 324, 401, 402, 403, 404, 405, 406, 459 
, 460, 461, 462, 493, 562, 568Xli673-Cfc «3 , lEI^l^jfiidli, 28, 29, 43, 54, 135, 13 
10 6, 137, 138, 139, 140, 141, 142, 157, 158, 159, 160, 161, 162, 163, 175, 177, 178 
, 179, 180, 181, 182, 183, 191, 196, 197, 198, 290, 291, 292, 293, 294, 295, 296, 
402, 459Xli673T'fo«3, J:<9»jil-(i, 

43) 4- (2-nhp-i H— ^ 5 ^y-yu- 1 -'f /u) Ji^/w^/U/f; y (—fei^ : 

15 135) 1 , 2-'J/ 5 -r^ h n - 1 H— T ^ ^'^-yw {-m^ : v^^ h y ^V-/U) , 
157)2-(2->^/U-5--hP-r5:5^V— >'U-l-'<>'U)ai^y-/U (-Jjjife : > 

163) 1 - ( 2 -;cf-/up^/u.t: -/uji5^/u) - 2 - p< (— 
: ^-i/y-/u) , 

20 176) (2- (2-^^yU-5-- hn^ /u- 1 — i jv) OL^/V^irtuw^x^^^:^ 

183)1- (2-^f^/u-5-^ hD>r 1 --Y/U') 7'p^^•:^-2-;^--y^ (— ^ 

191) 1 -^DD-3-;^f-/u-5-= hD^ ^yy— yu- 1 -^yu) -fu/^^y-i-ir—fX^ 

25 {-m^ : ^/u=yy-/u) , 

402) 2 -tl)V/<^^y{)Vi^^'y:f. f-yu- i -p< f-yU- 5-=hP-lH— /l^ (— ^ 
459) a h:^r'>y^/U- 2-- HD-f /U- 1 -i^/— /U (— ®* : $ y:^^^ 
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673) 1 ->^/U-2-(l -^^,ua:^,u)_5_^ (.^^ -^yy^M-^k^ : ^7»n..^ 

157) 2 - (2 -.^ ^yu- 5 h 5 i (^^^ , ^ 

163)1- (2-x.^j^^;un-^-;^::,f-;u) -2-^^/L.-5-^hp^^Ci5^y-/U 



wo 01/05400 



PCT/JPOO/04728 



-61- 




NO2 NO2 NOa 

(VI) (VII) (lb) 



lilCLfSCT^irfaiCO^ifc (0<Jx.li\ "Protective Groups in Organic Synthesis', Greene, T. 
5 W. ; Wuts, P.G.M. John Wiley & Sons: New York, 1999.^) IZ'^l^^MWi^^V^^in. 1.0 

ft^-m\z.!t^cx<ck^(D:^m{zm'mm^im^ti. 1.0, R'±(D'Bfmt^-j^^{zft^cx<c:t^ 
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(Am . 
10 (A- 1) 

(II) t^--xt^m^.^^^ it^m (III) ^mT^zm 

N->=;^^.U4./Ui.T$ K, N, N-v=^^yUT-thT- K N-^f^/U- 2 - t^D y .K> 



20 



25 



wo 01/05400 



PCT/JPOO/04728 



-63- 

iiS. 1 0:9-7!7M3 B'Cfc'?. ^fiiiai. 1 7!;M l OB#PB^T'fc?>o 
15 (A-2Xm) 

:*:xmii. ^fi&ffi^ii^'. <^^vh^t)\ m^n (a-d -e^^n^dt-g-i^ (III) Sr 

20 {i^#{c:P5^li/j;<, Srififcl^ (^J^li, 'Aliphatic Nucleophilic Substitution'. Hartsho 
rn, Cambridge University Press:Caiiibridge(1973). Chem. Soc. Rev,, 19, 83(1990)^ Car 

bocation Chem. , 1, 121(1989) lip CTtf^tlSo 

l^^${wPg3ett/£<, XSfeieit 'Protective Groups in Organic Synthesis', Gree 

25 ne, T.W. ; Wuts, P.G.M. John Wiley & Sons: New York, 1999.^) (0:;l^jfe|wf|l DTff^H 

(Bfe) 
(B-1) 
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<^t-(t>mMKmhti^it^ (IV) tR^'-^t^^jt^^. it^^ (V) mm-r^xmv 

Kde'>K '>A3ihdf>'K(Dj;9/j;T/U;t;y^jlT/u=,:^->K ; h])^^/i-T^ 

0 O'C-X^hV. mat. 2 07!;^l 3 0°CT'fc^„ 
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aTl::i!i'<S B - 2 Xli^SS ^ <!: < -(1:^!^ (la) Z t ;iiT'# 5o ' 
5 (B-2XS) 

^imti, TOtt^t. ^■e$>?)75\ SvMi (B-l) -Cl#P5ix/ift^fe (V) $r£' 
ik^i^ (Ia)^#5XmT'fc5o 

10 (C&) 
(C-1) 

m^c,m^\z.nhMit^ (VI) tR^-^t^wt^^-t. it'^m (vii) iSrSiiirrsxa 

15 5ti:xm(iA-lxai:ll1i(-tT*Pti.6o 

^\t. \lkT\z.m^^C-2T.m:m^Ztfii<{t-^»^ (lb) ^ <i:;4^X'# So 

20 (C-2XS) 

^sit^^s^t^: -4:^^T**)S75\ ^v^l± (C-1) Tifibn/dk-g-^ (vii) 
^b^!^ (lb) ^^tsxmx-ifoSo 

3ls:xmii. A-2Xigtl^^{^fTbtLSo 

oTr^B^(3l^ai|#rF#^S2.944,06l) ^flXii^. f^-y/-/K7)S!ife;55Butler^fIJ:oT 
gB^(*S^^^##US3.376,311)$n-CV>S„ ^OftH, v?t Kp b:°y v?:^m^*-r 

S^^^4c(7)Si{fed5Gorlitzere){wJ;o-C§B^ (Pharmazie (1999). 54(12). 889-892) $ttT 
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iS^^ ^-y<M-hmm{^(Dmmt^layiblZ^^XWifr. (Bioorg. Med. Chem. Lett. (1999) 
. 9(15). 2237-2242) ^nr^^K), ^ V y >'lt^:t1-5BI^<$^Mfe;J^Parveen&|C 
TF^^(Bioorg. Med. Chem. Lett. (1999). 9(15). 2031-2036) ^nTJiO, t:°P-/US|tSr^ 
■t^mmmmm^AnadMzX^XmmEur. J. Med. Chem. (1999). 34(3). 275-278) 

oTlS^(Bioorg. Med. Chem. Lett. (1999), 9(9), 1267-1272) ^^T*=^ . ^-^V^m 

myrsQ. Hetrocycl. Chea (1998), 35(3), 607-610) ^tlTiS?) , T V-7U^,}.^.-ju^^ 
^>&^^-r^mm^mm^Boy,denh{ZX<>XmmEur. J. Med. Chem. (1997), 32(12), 
10 995-1000) $ilT*3KA ^^^=^^^^^^^1-5>^^i^O^fi;0^Baji e>(Cj:oTF^^(Eun 
. Chen,. (1997), 32(7-8), 637-650) $ tLTtJ ^ , t: Kn :^~>T y 

mm'^^rrendondoh^ZXr>xrm(Moorg. Med. Chem. Lett. (1996). 6(15). 1781-1784) 
^flXisy). ^:-^^^T-h'm^:^i-mmi^<Dmmi^ShafieehlZX^Xmmj. Scl. Is 
lamicRepub. Iran(1995). 6(1). 25-8) $ixTfc''9 . T;U^,i.^^m^:^-rmmi^CDmm 

15 maohlZj:^xmmj. Chm. Soc. Perkin Trans. 1 (1994). (17). 2399-2402) $^lTS3t) 
. t '^'°^'>7'yU:Jr/UTy-y^«^;t1-5g|^(^03g^;j,Furlan?,(;J;oT^^^ 
-^^##EP535528) ^flXiS 9 . JZ^^Am^5-r5f|agfl:<7)®!&;i.BertolaP>{C J:oTF^.i^ 
(Bfe^^i#flF^^^r^#^EP490450) ^tlTfe 0 , T 5 / T/U:^.U7 .^,ut v^.^^^i^^l^fe^.'Bu 
ndgaargdP.|IJ;oTgi^(ll^m^^^^r^#^W090/08128)$nTjot), T7/U:i^/P;&/U.1?=/U 

20 ^^ym^^i-^mmi^mmmaohlZX^Xmir^andian J. Chem. . Sect. B(1990).29 
B(ll). 1034-40) ^tlTfcO, NS^T^; y Mg|«flro®!&;i Wn^(Cj: 

oT^.l.(Int. J. Pharm. (1990). 58(2), 143-53) ^^Tio O , i>>m^:^-r^mm 
OM?**Ulcaldef,f'J;oTF^^(Fannaco (1989), 44(11), 1095-107) ^ilTiJ . -hn 

S#f^##US492591)$tlT*J»?, -^^^/HSS^^ffll^^ v> h y >/;/-.U(^|S{S^.Buforn 
e>(Cj:omT^(^®4#f}:#^S4925952)$iXTj39. TyU^ U-^J^/U^^- h^fflV^/cp' 
hn^>5^>/--,u.-fe^^^VWl.O^&;4^g^nna«,asP>{Cj;oTF^^(^fe|l^^^^ 
)$nT*JO. ^^^=^/^;t'/^*-^/^:t:¥^>S^Wl-5^i»ft:^M&;i^Johansen^{Cj;oTr^ 
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^(Int. J. Pham (1986), 32(2-3), 19^206) ^HXH'O . hyl^^^^-t^^M 
fi:(7)Sl{ife>45Venneersche)l-<toTM^(Bull. Soc. Chim. Belg. (1985), 94(8), 591-6) $ix 

Xio "9 . l-yy^'r-f >^#i$0^r'i;45Reiner(Z J; o "Crj^^ (g>:'Wit#f1^F?l# W140395) $ tt 
Xid'O. T ^ /^?^(Di7.xyU^^i*:c7)|^&;O^CholCj:oT^^(B>:'W#ff^gg#-§tP1272 
5 74) ^ nT*3 <9 . t K n ->T/UdryUT 1^ -/WS^ Wl" ?)^«*ic<^i{fe36STessi toreld J; o T 
Pf^Tj^ (M^m^rj^^^EFl 1657) $ iX-C*5 "9 . t K o =3f v-T/Udr/l-T V -/^S^^l" 

^^^ws^^ife;6iScalescianilcJ;o•cr^§^(g}^'J^ml^^FJ^##EPl03loo) ^nxioiy . r ^ y SS^ 

m<r>:r.7.T/i'm^i^<r>m^7!)>^ndgaaT6hlZJ:^Xm^(lnt. J. Pharm. (1984), 18(1-2), 
67-77) ^tlXti'O. i^/^/i-VV 'yymm(D:^:^T/l^m^i^<Dm^*^1hoTbskhl:LXoXm 

10 fj^mmm^f^^^msio) ^tixt6 r u -/u;i-:3r>'!i^^i-52-= h ^y- 

yU^a^f^:(^ii&jJ5HofheinzlI J;oT^.^^(g^:'j^^ii^ri^FJ8^^P81719) $ixX*3 19 , UMSM 
*frW§!l&;05BalesiblCj:oT^^(J. Chem. Soc, Chem. Comm. (1983), (8), 432-3) $n 
Xti 0 . l^^y y®!^#{*(7)S!fe/5SWhitef ield bl^ J: org3^(^S4^Ff^Fj3#-f<;B20977 
83) ^flXiiV. t K^df-i/r/^=3^/^Ty-y^S^W•r5^^^^*(75|^j£^^BononilwJ:oTrJ3 
15 7T^(*S#l^#-^S4463012)$tVT*5'5, T/W:3f-yU^/U/-n=/L'7*^/UJi-^->S^^ri-5^ 

(OT1#f^M#-f<JB1541280. GB1590974)$n-C*J<9, Ti?hT5 Km^7ai-/U;i-:¥>'S 
?rW-t'5^#i^cDMfefe;i^Winkelmanhibl-J:oTFj^7j^(Arzneim. -Forsch. (1978), 28(5), 739 
-49)$ixT*5'9. 73i-yu;!7-^<p<-hS^^-r^^j^«^St/t Vy'yl^ti;i'7f^^i^J^m^ 

20 WrS^Wfr(7)i!SjSfe;4^Cavalleriib{:i<to-C^^a Med. Chem. (1978), 21(8). 781-4)$ 
nT*3«9. t K7v^i^S^*1--5^i^i4J<7)Ml£34^Winkelmannfj{IJ;oT^:^(Arzneim. -For 
sch. (1977), 27(12), 2251-63) ^tlTio . yzz.=.;Vti—^<)^—V^^^-^^2-~Vny(% 
i//-/l-^#fli<75^&;4^CavalleriblwJ;oT§^^(7lc@^#W#^S4113953) ^HTiS^) . T 
/Hx:/S^:ff '52-= h a>r $ ^y-^P^^($:(^$;{jfe;}5Cavalleri ibtC J;o-CM^(J. Med. 

25 Chem. (1977). 20(11), 1522-5) ^nxfc "9 . 8^73:7 :^fv^S^W-r-5^«(*<^Mfe:*5wink 
elmannlb(wJ;oTr?l^j^(*il1#rF#-fiJS4031232) $ixT:}Q'9. t Kd dr->SiSr^f 62-= h 

^ yi/-/U^i||«s:<^S!{ffi*>Assandri blcj; oTg8^(^Sit#rF^M#^B1480192) 
Ti3 •? , Ty^d^/^;&/^^^^=^^:t:Sr^/S$r^■r-5^^«:(D$!{ft3JSHoffer{C J:o-CM^(^Si|* 
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mmmmi^ffmm]S29m25. us3828056)^nTi3 0. ^m^^mmtLfzi^^pt ^y^y^^i, 

S3928374)$iXT*5i'J. rcf^ont K U >^ffl^^7t;t/^-^5^V-yK7)M&;j5Hofferf5{:: J; 
-oX^T^iy Med. Chea (1974), 17(9). 1019-20) $tlT*Jt) , 1-^ f'/W-S-f y^D if/P- 
2-ri h P ^ $ ^^-^K^ia&Ji^MartinejJC J;oT^/i^(7|^ll#i^#^US3828064) $nr*3 0 
. ;«7/l>^drW^y$ KS^^-t-^^iiS[flc(^l{jfe;65Rufer^lCj;oTM^(3ie|Si|#fiF#^S39 
66732) ^ tlT*5 O . ;^7-/<^ - Vm:-^-^ ^mmmsil- - N p ^ 5 i5'V-/u^#{2j:c7)|3& 
jJ^Challier ibiCj;oTg|^(^a4#n^r*^#^B1352288) ^^TiS^ , ^^'^-yyV^i^^y Yt 
fiSffiS^fflV ^fc> h D -^>/^yK;)gij^;j5Muhlbrod(C J; orM^(^S#FF^F^#^B1301225 
) ^ixXiSt), K7/>SXIiT/U'^ziyuSSr^t-t-'52--Kn.C$>r/-yu^ig 
<*<OS!!&;5SCavalleriP>ICj:oTrj3^(J. Hetrocycle Chem. (1972). 9(5), 979--84) 

#US3694452) ^^TiJ . :^^^'5^=^/^S^*1-5^^iffl^O|i{jfe;iSHoffer6{C J:oTM.T^(>|^ 
S#W##US3652579) ^nTfc'f?, 2-<>v^/U^3|[<4:(Oi{jfe;jSHoff e>{:iJ;oT^^(^lli|# 
l^^rf3##GB1336228)^tLTi3''J. W^fflV^fln h Pfti:^(7?t^<D;[>P7K5^?(Z J; ^-fe^ ^ 
y y-/K^M-fe7)5jeann,art h\Z^r> XWt^ (I^S1#r[^§^*-§<;B1278757) . ir 

^y/-/U&t>*l-(2-p< h n ^ ^ ^>^-/^-l-Y/u)2-yn/V>(^S!i&;jSjeanmart 
?>JwJ;oT^^(^ll#|!f^M#-^B1278758) ^nTJSt) , 1, 5->^y 5^/U-2-= h n-T $ 
-/l-Sm, 4, 5- h y > ^/U-2-= h n-r 5 ^V-zK^I^-^^O^Lancini <bll J:oTFjg^(^|li!# 
B^^PH##€B1 114154) $ilTfc'3\ =l>ayS^^-t-5^ii^(DMfe;65Kulsa^|Zj:o-CBg 
'T^(*S#f^#^S3711495)$iXT*3<9, fc Vu^^y^^-^^m'm^<Dnm^Qh^w,r6&h 

\^^^xm^{%mmm^\mmxn) ^n-c^si? . T>'u^yus-cgm$n7t2-ri h ^ 
^'y~fmm^<Dmmm^cmii^\zx. ^xf^Tr^mrry v :*ii#t^r^#-§-zA690567o) ^ti 

Tiso . ^^^^^-^^S?r^1-5f|2g#:(5^->5^V-/^^^t^)<DM&;4i^aillerb^lJ:oTP^ 
(J. Med. Chem. (1970). 13(5), 849-52) ^tlTiS i? . t h'a^iym^mi-^2-~ ha^ 
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/^py:/^kT/^=^ry^£^^-r5^^^4^<75M&;iSKajfez^bl^<toTFJ*(Farln. Glas. (1969). 
25(2). 49-54) ^tlXiS 9 . 4-^ :t K-1, 2-i>/ 5^/U-5-:^ h $ iJ^V-yKDM&^j^Hoffer 
hi^^oXmy^O. Heterocycle Chem. (1966), 3(4), 454-8) $nTV^6o )izmCXiin 

*iiB^<7)^>t5^sffl^i>ffl^j<7)s-^?F^^.^ LT(i. cfij^ji. wmm. ^\)-J^m. 

auD— /u, v^^'^/ut Kn:iri/ 9 7'<^7 3i/— /w^Sr^Jf SwirTJ^-c- 
J: : m^^wj; 9>^j:T$ Kl^^^{f S ;4ST-# 5) . ^^^J (M^ 
h y ;<7yU/K^ v^p tVHr p — ;^ <75 J: 9 /<e-lr/i^p — ;^?i^^lf ^ ^ 

^^'>m(Dj;:o^£mmmm ; y ^'K-tk^-:?- h y ^j^. ^=^>mi- h y ^^^i^w 

M^lt. &fe!7-fey V. Tween60, TweenSO, jjttK)/-^ 7 5 p > I7-fey 
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-y/nrTK-/!., ^y^-^y ^®?7Ky i/y-ty^-, ^jf y ;f ^v-cn^^u^y r> y 

. P^/-?i^60. ;^/N°>80, ynifyux^-O, 7,>y 

/Uv^y^^/UT^ yg^^^^^r:^, -Vv^jftflgfl^gfv^ai^J. y-/UT $ K. N-[TyU^yK 
12.14);i-dri^-2-t KD:3r'>yDtVU]-L-T/Udf->^:^^?S, ^>y^->Jfe. 

> ^m^^(Dmnt\.x\x m^a. m^ii^mL^ti^mmt\^xy<y. 7-0-^5^- 
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$5-i(4^X(i^n^-^*1-5^^^APfl|i«i^^TI^^^*PL, ?fev>T*, ^mSi 
?PJ«^> sti«IIT-Wn(i;^;f-;i-:^ttii^^^^JP;tJ^-U^/5?L/imv /^iPtTKit 

fiit^i:M^mmmimirhc ztnzmf&T/u=i-/i^. mit:^mm(oiA{k^^<Dmm 



20 



25 



VVO 01/05400 

PCT/JPOO/04728 

-72- 

mmmLzi^i^^miML. i^nmzmn^mua\.x. mm-r^zti,xt^. 
^^y^m\t. nm\zx^^<Dmm^±<^^x<^^ -^y_^^,^^j^.^ ^^^^^ 
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Mri^mut. -^V^/m. =^7.hyi^:t-;u. i?* U mt^l^-^ 

10 ^t'K^3-h\ ^-K*/^A^; ^^M^J0iJ;i{i\ mt])y^~-J^. 

[^01J] 

mmmi) i^mmmm 

hn-y V— yu(2g). TweenSOdg), :/n h°u:/^ U =i— yU(28g) . afe!7-t!J:/( 

69g) 

(iiiiS0ij2) ^m^mm 

25 ^^:^i/y =i-/u(4g), »£i«)/^°y7^:^(lGg), efe^7-fey >(60g). ^@;*c(^4;6Sl00gt 



0 
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x.u(12L0.)(0.5g), 'i^!^^^'>-^U>-irh;.xTy.u:x-^M20E.0.)(0.5g). ir^y 

1. 3-yf-l.>'^yz,^.K5gK MJ-^y-.UT$^(5g). (2. 7g) ,..^@;4c 
(^l:;45ioogi/^Sfi) 

iSlit*& : .If y:t:^ri/a:^l.^.-tr h;^xT y/Uai--x/K20E. 0. ). .if y f. 

^^'St>'$';'n^^^^70^75rcO?a^(-St^L^-jg-^Srrtft^L/^^ ^-y^ 

^;^:>ha..i//-.Ki.8g), ;^7^T y v^(2g). ^/;=^xTy>'^^y3-,Ki2g), 
*/;<^Ty:.^^y^:j^->a.^L.:,^y ,_,^(3g)^ .if y:^^v'..f-»i, Kx^ryy^ 
--x/Wl2E.0.)(lg). ^y;ra.v-^u>irM^Ty.u:x-^,K20E.O.)(ig). -fe^y 

, ->y -:.(lg). 5^;^n.:.a.5g). i, 3-:/^i.^^y .-,K7g)^ ^y-tj;:.(5g). ;^ 
xTy/l.:c-^.Kl2E.O.). '-J^y:t^i-:r5^U'>'irh^xTy/l.zc-^,K20E.O.), ir>?y 
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f,n;ry'/-yK2g), ^"rTV^mAg). -fe^y-zKlg). ;i-:3{^v'3if^u:^-fe 

h>^rT';yu:ii-x/K20E.0.)(lg). H y^iJ^Z-zi-T^ >'(0.2g), i/ U -fe U (5g) . 'TV 
15 ynX/-/KiOg), ^S7K(±l:;4MOOg.»:/i:Sft) 

. iiii^6<)(cttii|2L^.f745p>**)25t:orag^-em<<ftL/-ic i^iP^x ji^/<f^l§iw^SiL/io 
20 (IIK5«SJ7) ^fflo— >3:«'^J 

^ hn=yy-/i.(1.8g), n-;ti5'tJ'xi^yWT/U3-yU(lg), ir^y-^udg), /"KD 

;i-dE->a:^u>--tr h;^rT!;/u^— r^Kl2E.O.) (ig), 1, 3 /Kiog) 

, TweenSOdg), :^>'U/i^^->^^/Hr/Pn-;^:M^ U "j7A(lg), yyn/-?y-yKiOg), 

^@7k(±S*si00g^/,cSi) 
25 m^"^ : 1, a-:/^^^^^ 3-/wst;^g7Kco^fi?^i^#)S:i^70t:(7)rag{c^L. 
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(ig). ifyf^xsg). ^yT^yyb^^hy^A(5g). mM7k{±mmoogtfj:^m 

(i2g). >^y;^^:hhy.>i.(o.i5g). 1, 3-yf^u>^yz.-yK5g), z^^y/u^:/ 
7*>3oo(ig), Tifyr^y/uy hy»A(5g )^ ^^J't^S' yyu^. y/ug^„-:/f^,u=, 

^y^-(3g). D-yyUlf-h~/U?^(70%)(50g). ?i^(l.5g). i^fkf^^ >(lg) , tK^^CT 

>SrS^nU ^v^T'*;^-yy&0fD-y/^t>^/^^i^ii4;S>^^,^]L/c„ -i^(3y^5^yy^^ 

^i?T^yyuif . T^y/ui^n-y5-/un.ify-^-S,^Pi^/.^ rixt^/ifyTiS'y/u^-:?-^ 
y-^A, r^yyusfr^^y^soo. «fkT/u^^-v^^o>^i,, 1, s-^^i^^-i/y 

s^a.^i.:/y,ut-^^^^j,PU y hD.^^y-,K ^n^j.^ K^&t;^v=y^/i.t kp:^-> 
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o 

mmm 10) 7k^^^f£\.-fi^im i-fyT^^-m 

5 Vu=-^V-M2g). :/ (8g) , v^-^^f-^ut Kndpv- hyn>'(0.2 

h;^TTD/i^J^-x/U(20E.O.) (I.8g). ^ U/U^ • Ti^' ijyP^n -^jKU 
■v-(5g). 5 y:^5^/UT/U=i-/K8g). ^^3*A(20g). -^-^^=^^=^8 B R(37g); ^KU^T^y 
(15g) - 

1 m^^tz <0 100g-CS3i Ls $aft^> lOcmX 14cin(D:^# $ iC^Kr Lti mm. 4ghit <0 / h 

(Mmm 1 1 ) ^mm^n 

^:5^n^i/-/K2g), ynt'u:^i/y =3-/u (2 8g) . ;i-i5' ^ >-®f-lrf^/K5g) . fife 
20 >- (6 5 g) 

-i{^/-/u:Rt>*;ti:' ^ ^^^yu^yl-g- Lfii^^M L. ilii^W "b^JDta L^tiJ ^-ti: 
fco «ki^T\ t0o< i9<k*ij25t:w^aSlc:?&iii^-li:f-(^^. ig^/jj^CiAix, ^m^mm^ 

25 (^fi^n 2) ^ffllkW^J 

^:/^y=i-/K5g), M/'?7 7^:/(20g). &fe!7-fey ^(60g), ^@7K(±fi/inoOg<!:/.^ 
^1:) 
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5 (USSfi^fli 3) ^ffl^ y-A^j 

yKl2E.0.)(0.5g). ^y;^^->:3if^u^-fe h7.x7yyi-:i^-x>'K20L0.)(0.5g), -t^ 
/K5g). :ti5'^>'^-lrf^/K5g). jjiEil)^N°7 7.-r >(5g), 5:yD.J;(ig), ^y-ty>(5g), 1 
, 3-yf^U>^y=i-yK5g), hyaii?/-yUT5^'(5g). 1^ (2. 7 g) , 3gfi7K( 

10 ±&inoogtf£zm 

WiWjllk: 'itB^X'h^^'rTUym. ^ y v-^f^ l^^-t h;^xT y /He— r/U(12L0. ) 
, JJ^y :^=^->^5'^:/ir h;«.xTyyU3i— x/U(20E.O.), /K 31-^ ^ >'Sf*^/K 

r/y-fey^, 1, 3-:^^U'>^y :j-/usa'hy^^/-/uT$^co^/5?Lfc» 
immmi 4) 9\-mi^v-j^m 

: ^-^-y-zPd.gg), ^xTy^^Og). ^7 ;^xT y ^^^y =i— yu(4g) , 
20 xry ^^/l^y^df-^^jc^u^^y 3-yKlg), 4^y;it-:^^>nif^u>ir K^^T^Ty/U^— r 
/U(12E. 0. ) (0. 5g) . 7ii]} :t^^>a:.^\^y± hP^T'T ]) /Pai— r/l'(20E 0. ) (0. 5g) . ±^ y — 
/•'(Sg), »lcllj/N77-Y>'(10g). ^iJ'iS'Z/ge-fef^/KSg), ^^°7:td?^v^,i,#^aif^yW(0.3g) 

. ->y='^(ig). ^^yn-xi.sg), 1, a-yf^i^^/i/y r3-/u(7g)^ iJ^y-feyxsg). 

25 S!at;fyjfe : UStK. 1 , 3 -y^uy^yv =i-yUZ^O?^y -fe y ^(T)^^?!^!^, 5:-- 

(wMSL, TK^ib^ h y -^i^^T'pHe.gic-r-So ^ti^^T7])yms ^y^-rry^^^i/y 
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y-yUT^ y(5g), imi^<yy.^y (8g) . :^y'h^-i-h\)'>J^(0.2g). i/V±V'^(l 
Og), f^^-^K0.2g), lt®^(igS), ^S;!K.(±S;6n00g<b/^SJ:) 

15 6) ^fflP-v'a ^'^J 

•rT yyUi-7^/K20E.0.)(0.5g). h y y-/UT 5 >'(0.2g). ^ y ir y (5g) . VT* 

nyV— /KlOg). ^@7k(^;J^100g<>:/<f54) 

KiS::'^&:ir^y— /K 5}fy ;J-dE-->a:.f-u:/-fe Hp^t^T y vu^— x/i'(20E.O.). ;^xT y > 

(UMi 7) ^fflp-'>3:/^J 
25 : 5^=y'y-/Kl. 8g) . yytij<y — >'U(10g) , n v'/l'T/U^i— vi'dOg) , 

-feiJ' y—yU (5g). Tween 80 (2g). 1, 3 -^^UVi/y ="-/KlOg), ;«;/W4<=JrWf^>'l^ 
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m:'f--yy'-M2g). ;^^yy(5g), ^)^B)/^7 7^ ^(lOg), :i''y ir y >(15g), i3;V7f^ 
:¥v'^^.Uir/l.n-x-:hhy.J;i.(5g), ^ ^ h^Q.Sg), ®HI:ffii,^(2g). Tween 80(2g) 
, -lf75^>(5g), 5KyT>5'y/u®hhHy e'i^(5g), ^g;ic(ikS;in00g<t/^5») 

iJ'n^? i/y-ty>:Rm"ween80Srm JPfiL. ^^leO'CWiatlcPS L 
3£L, 10cniX14cin(O;^#$ (««^14gS>/i 0 5^=yV-yU^280mg^-^*-r^) {ZWmU lA 

)> ^^l^^S^^hy-^^ACO.lSg), 1, 3-y5^U-^^yr2-yK5g)^ T^y/U^VT-V 

3oo(2g). /KyTi?yyui?-hhy^>A(5g), ^^Ti^y/u^.T^yyu^-y5^/u=,,ify-;r 
-(4g), D-y/i't>-/ufK(7o%)(50g), m^{\.w. mt'f-^xig). ^fc^fkr/u?-:^-^ 
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fcfc«?lOOOg-CJljgL, 10cmXl4cmcincO:i^#$ (Wi4^14gfof- "9 ^=y:/-/l'280mg^-&^-r 

: ^'V-JV (2g) , 'mi^^y y-i^ ( 8 g ) . t K n ar -> ^ /u^i > (0. 2g) . 

u:^-fe h;^xT y /Hi:^-xyu(20E. 0. ) (l. 8g) , ^ U yuffie • T ^ U /Uffifn - 3.1^ 1) -r— 
10 (5g). 5 !J ^f^/i'T/U=«-yi' (8g) . ^^^Ayx^yi^x (mwmtLX) (20g), -g-^ 
. =iASBR7xyi5';^ (@»^i:L-C) (3 7 g) . /i^ y ^'(ISg) 

m- *)fi<9100gl:-Jgj!iL, ^Mk. lOcmX HcnitO:^^^ ^ 4g*>fr >9 ^^^y-/U^28 

20 mm2i)^m^')-m 

; ^ hn-yy— yK2g), hy-^Z-zKO. ig), If n^^— (0.00 

5g) . ^y^xry^^^i/y =i-zu(iog), ir^/-/K7g). fl^ti^J^^^7'f^ Og) . a 
fe!7-fey >^ (3.5g) , 7"pfcv^^i/y (6.5g) , y ^ V ^ Mig) . n 
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{mmm2 2) ^ffl^y-A^j 

: (a) ^ h o yy^/u (2g) , y K;^ -Y :/ (0. 05 g ) . ^^mmWt^ u :/ d :^ (0. 0 
05g) : (b)^ y T.'rTVym^V =^-/\y{lOg). ^^y-Mlg). imi^<y7^> (9g) , 
5 (3.5g) ;(c):/nt'^>i/y (6.5g) . 7 y /U6£^-:M> y ^7 A(lg) 

: (b) msd'azmm Uj:r-C:>mw (c) ^ijs^jss'ctcSDja l/^jjs ibfli^ l/c t><o^ 

10 (sij£0ij2 3) ^m^')~j>.m 

^O;;^ : f--yV-yu(2g), H y-^:/— /Ko. Ig), 7°p o^^S'— (0.002g 

) , ^/:^rTyy^^y n-/KiOg) , -fe^/-yK7g)^ mi^<yy^:y (9g) . afel7 
•feyv- (3.5g) . yDtV>:/y=i-/u (6.5g) . 7 y /USSK":?- h y ^> A(ig) , ^fSslTK 

15 Mjt:^&:^/p^7"Ty:/®!^y=<-/K MK^N'^^^^-stj^efey-fey vsr 

^:^:r^V-/U(2g), ^nyM.yaL=.^'-f\^ (O.OOlg) , g^t Knn/i^^^/v (0.0 

01 g) , ^/T.'rTU^m^') ^-/i^ (8g) . ■fe^y-/w(7g), »{£i!)/-?7 7^':/ (lOg) 
, efei7-fey^ (3.5g) , 7°ntv^i/y n-yu (6.5g) . y ^ ^) jv-mm-T h ^) MO.'Q 
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mmm2 5) 

mt:^^^y°=-'>J^(0.2e); (b) /1^U:si-:3f-v'ai5^^V;rW/i^T/U3-yU3:— x/w(lg): ( 
5 c) TKyj^^U^'^y (6 g) , jK y ;t:^ri/3if^U>^U 3-/^4 0 0 (2g), E 

DTAZ:-^- hU '>-t.(0.2g); (d) v^^n l^V^T y =«-yU (8 g) ; (e) : 7KS^{b* 
y^^ACO. ig); (f) ;^yU7}^>v't"-yu;i^y-7-(o.5g). ^ 5^yi-^/uo-^ (0. 2g) . MSfoK( 

SijS:^^: (f) i:i^-{mm^-^tim. (c) ^^DL, (a) ^^P;tAPfit, 55- 

10 tfc^-fry^o ?^fev^■e (d) 1^ (b) '^mx.m&fc<Di^{zmmBmLtzh(o^WMLito :m 

(IIJ(S0ij2 6) ^ffliJ'y-i.^J 

|,ozi^i/~/K2g). ^y;^7^Ty>'^i/y a-zU (10.4g) . (7.3 

15 g) , mm^<'7y^:y (9g) . yotvwNy^^ (o.osg) , efe!7-ty:/ (3.5g) . -7° 
DlfU>^y=i-/W (6.5g) . 7'j7y/H5lii!-:^hy "i'i^ag)x (0.05g) 

i>p;^^v-/u (2g) . ^'i'y :/Sf4^y ^y-fey >(4g). ^y^^jf-v'aif^^ 

25 y 7 ^ y /U3^-T/H5iti^:^ h y 'i^i'^ (7g) , 7 y yuv^^ 5^yUT $ / i^^^J'^T ^ ( 2 . 5 g 

) . ir'>MMv^:^i?y-yi-T^ K(4g). ;}^y^^i/Vi/y ^—/KSg), 1, 2>-^^V)y 
i/y=«-yK3g), mS^7K(±»;!)noogi:/j:?)i[) 
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m . / hu-^9^Mig)^ ^U:rf-^V^y=.-yU (8 g) , iJ ;\.ifsi^i.\^=,,i.^^yj-^ 
-(0.5g), ^^/Hr/uo-;^(o.2g), T'n fu.:/^:^ y ^-^Ksg) ^ i/y-fe-y :/(2g). Jify^ 

y;*-dfi^a.^u>^^yuai~7^/i.^iox.Si*)50t:(rApi&L/i"b(7)^j^ni-5„ S{cigiggfi<j(c« 

: (a) ^ hDni//-/K2g), i>Oi?5 h>(2g) ; (b) ^xT y :^®?(2g), ^/^ 
xTy>:/y=i-/Kl2g), ^y;^xTy V^4fy^:ir'>3:5-U:/^y =.-yK3g), .-Jfy:^ 
=Sri^:^f^ h^y'T V /l^3i-x/U(i2E. 0. ) (ig). .1^ y ;tdr v-oif^ U-^^-fe h^T^T D /Vol 

-r/K20E.0.)(lg), -fe^/-.yK2g), jjgilj/^y^-f ^ (8 g) ; (c.) \,Z--rf-\^:y'^ 
y =-/K7g) . y -t y (5g) , iftSbK (±fi;i5l00gi /iS® 

lSlit:^ft: (b) ^«*l75^{C^^||Lfio -ni^. (c) ^*^75°CII^)^IiSLf-tcD^ 

k%ws\z 0) ^fflj? y-A?fiJ 

(a) ^ hn;^i5^y-/K2g), y K;^?-^ i^(0. 05g) . ^f:^@^^7°U K-^ d :x(o. 00 

5g) : (b) ^y;^7^7'y^^^-y:=-yKiog), m^^^yy 6 

fe!7iry:^(3.5g) ; (c) tV:^^y n-,K6. 5g). y-i^yyuiigs^^hyr^i.ag), ^ 
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mm:^m: (b) ^mB5'x:izmmsmLtzo ^nt^, (c) ^ms5'cizi^mmLtih<o^ 
5 mmmsi) y-i^^^j 

mif: (a) p« i>o-^>'-/K2.5g), ^ h =>^:/-^K0. Ig) ; (b) ;^xTyv^(5g). 
^^xry/t-T/w^-zi^CSg). itK]/-«7 7^'^(5g). 5 y ;^5^>^^y7"n tVU(lg), 
60 (Ig) , f-^— yKO. 2g) ; ( c ) Tween6p(0. 5g) , ^ a t°U>-!^ ]} =«— /K5g) . h y a:^ 
/->'WT5>(0.4g), ^S7K(:^;6>100gi: /£5fi) 

10 Mit:^^: (b) ^ms^ammmmLtzo ^nic, (c) ^**j85*ci3^ft?iiiiL;t'b05^ 

miJ: (a) ^ hD-^V-/K3g), K®fH7Kl0#»(0.1g). T'U K^-V n XO. OOlg) 

15 ; (b) ^/;^xTy:/®e:/y 3— /K5g). d^y;i-=3rv'^^UX23)-fef^yi^3i-7^/L'(2g), 
±^/-M6g). efe!7-ty>'(5g), gfEI!)^>'77>f ^'(Sg), hy (;<;7'yyu»;«;7'nvK)^ 
y -fe y ^'(Sg) . 5: y f^/u v^/KSg) , ^>'7;^=¥i^.R#Sf7'n f yKo. 1 g) 

; (c) :/n fu-^i/y =i-/K5g), />7:=i-=^->$M®f^ -^^/KO. Ig) . 3gf^7K(^i[;6MpO 

20 (b) «r*<J85t:(::^ftl^Lf-o ^ti\z. (c) ^*^85^{c^fi?^SLyt'b<^^Sr 

: (a) > hnrs^y-yU(2g), ^o^^h^(lg). 7yU;i-n v'/ D :^T-fe h:^ K(0.0 
25 Olg) ; (b) Sfey-ty :^(45g). -ir^/-/u(20g). >Ky;*-:3ev'i^u:/«lfbt-rv^fft(5g) 
, Tween80(2g). ^Mi/^yy^^ibg). /'^y ^=^'>$M^7°p e/U(0. 1 g) ; (c) y<yir 

^MO. ig) , S®7K(±l:;65lOOgi: /^6ft) 
iiai:^^: (b) $r*^85'Clc^ft?flgLfio (c) S:*^85'C(;i^ft¥^lEL/itW^ 
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i&p: (a) / hn::i^V-/U(2g). it®Sv?7aii^k K7$^'(0.2g), U K;&-l'>(0.1g) ; 

(b) ;^xTy/PT/P=i-/u(7g), -ir^y-/K3g), fife!7-lr !J >(30g) . ^/7.TTV'^ 
mi^V^^-MiOg). :^/<>80(l.5g), »^SjX^:7^>(5g) ; (c) yah°\^>^v =^~M 
5g). TweenSOdg). ^®7k(^S;6Sl00g,i: ^<fS*) 

(c) ^^^SSri^igfifllSlgt/i. rnil. (b) ^m5'X:{ZLtzh(D^mWU£t,^ 

mmms 5) ^^d^^^j 

(a) ^ hP-t/y'-yU-(2g), mt^y^-^^ ^>yiQ.005g) ; (b) ^/x^xTy> 

h^xTy/Ui-7^/K2g). ir^y-,K5g), ^^^^^^(Sg), fife!7-fe y ^-(20g) 

(c) S©7k(^l:;6Sioog<!:/j^^g) 

{MMm3 6) o-:>3>^j 

: ( a ) p< h n (2g) , ^^®?--< ^;i^y^y{0, 005g) , 1^;^^ (0. 05g) 

; (b) :^xTy v®f(2g). -fei?y-/Ki.5g). 9±V>(4e). ^i^577>(5g). h y 
7'yyu®s-;<;yp>^)ify-fey>(2g). ;!i-u^>^yyuf^:/(2g), .ifymf-u^^ 
y=^-^K5g); (c) v^ypf^^'^yn-yKSg), ^y^^y-/^T^>(0.7g), «$fck 
(60g) ; (d) ^yyp/V-yu (lOg) . mm^{±&m00gtfj:^S) 
mm^m: (c) ^^TS'ttl^^^SLZ-i, ^tHZ^ (b) ^**j75t:lC^ft?PSt/it>(7)^« 
# t ^'j;;)? ^mu j!>:v ( a ) ^» Ltz. mm.mmw L /.^ b^WccDra^ 
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to:^: (a) ^ hP^y/~/K3g). ^a^^ hXlg). K^'/n ^^(O.OSg) ; (b) D 

-yywt-K-/K70%)(30g). mmMg). ;(7;*-y :/(13g). mit^^:yi\g) ; (c) -^y^^- 
(Ig). fil®{7K(4g) ; (d) / ^V^^&i-hVyj^ (0.1g) , mfilbKdg) ; (e) ^^VTi^V 

Ig), 7K^{l:T/U5-:h-ri/;^'o>ij7A(o.25g), ^7 ;^^-r :/i!y/Hfi?>(0. 5g). 
>if^l';i-=Srv'J^5^^^^y/i^t:'^>'(0.5g) ; ( f ) .D-y/ut>— yi^(70%) (14g), v^7'"^/^t 

Kp=^->h/w:t:/(o.2g) : (g) ^i?T^ y/u^e- TiJ' y/pg&n-y^/u^^y-^-Og) ; ( 
h) D-y/nf h-/K70%)(4.9g), ri:&^(i.5g) 

mWUj:r-hmMU ^V^T' (c) , S(C (g) ^i^DLfio rtLlC(a)StK(e) 
L/ctW^^JlDL, ?>:V^X'(f)5:JD;tftt^L/£>55^(h)€r'>L-ro^JjnL/::<, ^P?nfc««ci4 
g^rlOcmX Hcmcmc^^lKII^ICi^jZ^^ LB£f^jS["J$r^/io 

(^jscFij 3 8 ) fimm (y 7 ;^ ^ -M) 

15 (a) ^ hP-^y-yK3g). >r:/hVi5''»(lg) : (b) fl5Etb/-?7 7^>(7g). ?: 

y y tvu(3g) . y (isg) . i. 3-<>^ v^^i^^m^m (26g) ; ( c 

) ^yp^xTy:/^;J?y:t^v'if"^>y/n^i?>(i.5g). ^fbffilSOg), mit^^> (2g 

) , vT'^/Ut Kn=Jrv'h/W:3^V(0.2g). i!' p ? h:^(lg) ; (d) ti:tUy(6g) ; (e) 
. 3^^=i'i.7xyi5'.^(@?f^5>i:LT)(I5g). -g-fiK=fASBR(@?F^^^LT)(I7g) ; (f)i/y 
20 -lry:x(0.25g). mMTKdg), 5}^y Ti!' y>'i^-:M^ y '>A(0.05g) 

mm^m : (b) ^r^^jncc-ers^sirf^u i^gomiggL/Co rnic, (a)^^j!rau^7ot: 

Ot:-C(e)^^JIlPL7to #^nfcW*li:i4g^lOcmXl4cincin(75^»|wl^-|CM^tP£f^j?J^# 
25 (Il«g0ij3 9) v^ic/l^J 

(a) y hp-y:/-/K3g). i^v7.c:/t Ky 5:>(o.5g). -<i5'yf-/>'(o.oig 

) ; (b) /-Ky:^:^rv'3l^^:^:^-^'^'/^T/^='->'^3l-xyKIg) ; (c) /J<y Ji^U^-^y 
3-/H500(6g) . jK y =3~/U'400(2g) , EDTAIl-^ hV'>M0.2g) ; (d 
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) v^T^PtV^j/yn-zKBg) ; (e) tK^HI^;^ y A(0. Ig) : (f) :fJJU7f.^^y\f:z;l.^. 
y-7-(0.5g). p<^/U-fe/un-;3;(o.2g), fS®i7K(±l:;4SlOOgi: /"^S*) 

nwj^ : (f) ^i^-izmm^'itfzm (c) ^mn l. ^j^v ^t- (a) Lxmm • 

•it/ro (d) (b) ^5D;i*WC(wyg^l!Wij?L/c'b(D^;?JD;tfi„ Mlw. mWUj: 

m-^: (a) ^m^^:^ u K-yp >(o. 005g) ; (b) ^y;^rTy 

y^^y ^-_/K8g)^ -ir^y-/K7g). 7 ^ ^-dOg), e6!7ir y >-(3. 5g) ; (c 

) yu\^\^y^v=^~M6.5g). y'>v/i'ms^i-hV'>Mig). mmM-^moogttii^ 
10 a). 

(b) ^m85''azmmmmLtz. (c) ^*1]85°CI^?gj^?fi^L/it(7)^ 

(IUfe^j4 1) ^ffl^J^ y-iN^J 
15 (a) f"-i5^V-/K2.5g). l^Tif 7;^f->'(0. 02g)\ g^^^U K-/n ^(0. 001) 

: (b) ^/;^-rTy y^i/y 3-/K5g), /1^y;t=3e>'3i^k>'(23)irf^/U3:— r/W(2g). 

-fe^y-/u(5g), ^fe!7ir y ^^(3. 5g)^ ^»)^>°77.f :/(5g). $ y y^^i^sst-^ yzfu tvp(5 

g) , 5 y f-/u v'/uOg) , /^°7;^-^'>^.tl=®fy^ eyu(o. I5g) ; ( c ) ^ 

n k^i^^^y 3-/K7g), /N7:t:3e->$M^y5^/Ko.i5g). m^M^mmoogt^£^m 

20 )/ 

S!i5t;^fe: (b) ^m5X:izmmmLt:.o rniw. (c) ^*^85t:iw^j^SSSL/it<D<Sr 
««2L/i;4SP>^J)nU 2feV^T' (a) ^rS^PLfio iii^6<J{wjt«iL/^;4Sb*lJ25t:(^ia^lC}«^i|] 

25 (a) f^=yy-/K2. Og), h (0. 05g) , (b) ;^rT y V'ifCSg) . 7s 

7-TV^i-T/u=t-M5g). mW}y<yy^ :^(5g). 5: y ^^^/gf-C y:/n tVKig), ;^/^:/60 
(1.2g), f-^-/U(,0.2g) ; (c) :y-<-^60(0.7g), 7°n tV^^y n-/i,(6g) , hyoi^ 
y-/WT5:/(0.4g). i»i!bK(±l:;JSi00g<i:/*^-5fi)o 



wo 01/05400 



PCT/JPOO/04728 



-89- 

mt^m: (b) ^ms'CiLmmmmLtio (c) i:m8sx:izmmmuzh(D^ 

5 Aa:^^: (a) 5"=://-yK2.0g). Ti^^ p t/KO. 2g) ; (b) :^'rT V >mi5g) . 

ijyUTyU3-/K5g), iiitib/<7 7><y(5g), 5 l^^^y^'f y/n tVW(lg), ;^/-?i^60(1.2 

g), ^^-yK0.2g) ; (c) ^--^SOCO. 7g), :/d t°u:/i/iJ =i-/l,(6g), h!J3ij?y- 

/UT ^ y (0. 4g) . i^fifTK lOOg i: /j: 5 ft) o 

*Q.^: (a) yK2g), v?^n7i-:^^:f- h U "J^ACO.OSg), ^'n^ * hi^(ig), 

7/l';i-v// n h=^ K (0. OOlg) : ( b ) efe^7-fe y > (45g) . -fe ^ y -yi'(20g) . Ji'^V^ 
15 :ifv'3i^u:/5j!^bfc-7->?ffi(5g), ^y^-^'S 0(2g). /jSKi^^'y^^-XSg). y<y7i-^'>^B 
#^yn e^KO. ig) ; (c) /N°7:^=^S^^Sl=®f^^^K0.1g). ^@7K(^a:;a5lOOg<^/j^Sft 

(b) ?r^^85t:iC^^Sill^L/Cc Zltll^s (c) ?r*<J85t:ir^ft?IBSLfc'b<0§r 

mmm4 5) ^i-^^w^j 

(a) 5^n^/-/K2g), 4^]^jfe?^ttmtl(lg) . J^v^7:ii:/k K^^ >'(0.2g). U 
Kj^-r^to. Ig); (b) ;^xTyyuTyu=>-yK7g). -fe^y-yK3g), efe'7ir y :/(30g) . 
^/;^-rTy>'Ki/y =-/KiOg). ;^/>V80(i.5g), mW}y<y7^yi5g)'. (c) T^ntfu 

25 y^/ya-zKSg), TweenSOdg), ^S*(:^*5l00gi:/,^6fl:)e 

(c) ^m85°ClzmmmmLfZo ^tH^. (b) $rl^85"Cl::L/-ct><7>^«i$L/^75? 
. hmaU ^V^-C (a) ^^DL/io Jgiei6<](^ai$L/£;55bii^^25°CWiaSlw?&S|im, M^^i 
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: ( a ) ^=^5^y-yK2g) , i^y{o. 005g) ; ( b ) ^ / ]) ^^i/ 

^--fe h;^xTy/U:ii-^/K2g), tiJ/y-yKSg), $^;/D.?(5g), Sfey-t y ^^(20g) ; (c 
5 ) ^S;^(^l:;i5l00gi:/i^5^c 

m^m-. (c) ^M-cdi^L/::, (b) ^m5x:izLtzh<DmwLf£iih-^ 

(^^J4 7) P— >3>5iPJ 
10 m:^: (a) 5=-=y/-/K2g), y7P:Sr1fv'>'(0.005g). i^n hy^>/w-;L.(o.o5g) ; ( 
b) ;^xTy^^^(2g). ±^y-ju(L5g). efe!7-fe!J >(4g). ^ ^ 7 (5g) , Hy(;{; 

y^-zKSg); (c) v^T'Plf^^^i/yzi-yKSg), hyai^/-,uT5>(0.7g), i^mTki 
60g); (d) -fyT'P/V-yKlOg). f^l^*(±S;i5l00gt 

15 (c) ^^Toricjg^^pi^gLfio (b) ^m7ox:{zmmmmLtzh<D^m 

(iiii^ni4 8) 

20 to:^: (a) f^^iJ^V-zKag). ^p^5h^(ig). 7'U'K-/D^(o.05g): (b) i>-y/u 

h-/K70%)(30g), mSbKOg), ;!;>*-y^(l3g). mit^^Xlg); (c) if^f^^'dg). 
»M7k(4g); (d) p'iS'y^ge-^Hy ^A(o.lg). fflSSTKdg); (e) yf^VT^Uyi^m-hV 
A (5g) , T ^ y ^300 (ig) . y D tv ^ ^- y ;n -/u (5g) ^ t -x- (ig) , tk^ 

fbT/U5-:f-viy^.v.r>A(0.25g), ^/;i-u^:/^yyuti?:x(o.5g), ^y;tU"<i^|^;Ky 
25 ;?t-df i/aif - 1^ ^ y /Hf ^ (0. 5g) ; ( f ) D- y t' h -/U (70%) (14g) , t K p 

h/l.a:v(0.2g); (g) ^ ^T^ y /U^ • T y /W^n y •v-(3g) ; (h) D-y 
yutr h-/u(70%) (4. 9g) , ri^E^d. 5g), 
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h(D^muLtio 1^^^X\ (c) ^maU m.WUj:7l)^(b (g) Sr^Ot/Co wHlc: (a) 
RXJ^ (e) ^^<!l^L/t'bW^S^PU (f ) ^mt. mWUit^h (h) ^^D-fSo 

mmm 4 9 ) asf^^j {zf^T.^ -m) 

5 (a) f^-^^/-/K3g), ^ > ^ i^Xlg) ; (b) afttb/^•7 7^ :^(7g). 

f^Vif-f yyof/U(3g), T^yy^XlSg), 1, 3^>'iJ'v?3t>'*M'g'#fli(26g); (c) 

v^y^/Ut KD:Jfv/hyU3i:/(0.2g), ^n^?^ h:/(ig); (d) ^^V'^(6e): (e) 
riKyy-yi/T. mW^^tLX) (15g). -g-fi£=?ASBR tT) (I7g); (f ) ^ 

10 u-ty :/(o.25g), imMTKdg), ^yr^^y/ugf-^hy ';7A(o.o5g)o 

glens Lfc. cntci (c) ^^t/(d) Sr^-g- Lf:: <75^i^D L/i. (f ) J^s^JP L, *^70t:(DiB 
S-e(e) <Sr» Lfc. ^ Cfc^ft^^^^SS^Sfclli^^^tClra'^/i O lOOgT'Jgj^ lOcmX 14c 

15 (^Jg0ij5O) ^ffl^ U-A^J 

(a) ^=^yV-/Klg), 7/l':tP^7V'yK0.02g), "^m^glf^y U K::^'/n ^(0. 
005g) : (b) '^/^^'rTVy^^V =^-MSg), ■fe^/-yK7g). V(lOg). 
efe!7-felJ^^(3.5g) ; (c) e^t/i/ U =.-yK6. 5g) . ^'J' yyH5{t^-:M- U 'J'Adg), 
. m$^7K(^fty4n00g<t/^^l:)o 
20 (b) ?r**l85t:{wjg«?^L/:io ^nci, (c) ^*^85°C(l^ft?liSLytt>Oi^ 

mmm 5 d u-a^j 

hP^^/~yw(2g). */;^xTy:^gfi/y =i-yKiog), •feiJ'/-/K7g), mib 

25 /^•77.^:^ (9g) , B^9±Vy (3.5g) . ypkV>^y3-yU (6.5g) . ^l^y^'W 
h y '>A(ig). imS^7K(^l:/4nO0g<i:/£5ft) 
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(a)M HD^i5^y-/U(0.5g);(b)^y;^x7'yy^^iJ=i-/U(10g). ±^ y^Jl^(^g) 
\ mmy<y7^> (9g) , fifey-ty^- (3.5g) ;(c)zfnt'U:y^V='~-/l' (6.5g) , 

iMMM 5 3) ^ffl ^ y —j^m 

: (a) 5"^yy--/K0. 5g) ; (b) ^/ V V =2-/KlOg) . ±^ j -/u(7g) , m 
my<yy^> (9g) , fife!7-ty> (3.5g) ;(c)yot°^;^i/y (6.5g) , 7^7 

/K5g). /1^y;?|-:^r>'^f^ix>(23)-lr5^/uji-x/K2g), ;^xTy y^(0.5g). iri?/-yu(5 

g). Sfei7-ty >(3.5g), (5g) , ^v>^^>^^yzfu\^M5g). $y 

Kx v'/KSg) . y<y:t^i^.mmy^ tVKo. I5g) ; (c) u:/^ y 

='-/^ (7g) , ^<y^^^>^M^mm/^Mo.i5g). m^Tki^mmoogtfj^zm 
(MMm 5 5) f^m^v — A^j 

(a)5^:^^V-/Kl.5g). ^ h y-yP(0. Ig) ; (b)^/ ;^xT y >®f^y 3-/K5g 
), JKy;^-:^rv'ai5^U>'(23)irf-/Ua:-x/U(2g), ;^xT y >'®f(a 5g). ±^/-M5g). 
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efe!7-ty:/(3.5g). (5g) , ^ y^^f-^i^-fyT'pi^/KSg). 

Kx v'/KSg) , ^^°7:^-=^E- v^S^Kt'p tVKO. 15g) ; (c) e U-r/^^ y 3- 
(7g) . ^N°7;i-=^v^$S#®5;<^/K0. 15g). ^@7K(±»;45lOOgi:/<^§*) 

(b) ^m&o'(Z\zmm^\^1-z.. Z.fi\Z.^ (c) ^jj^SS^CI^^ftfU^LfitjCT^^Sr 

(IIJ£0ij5 6) ^ffli^y-A^J 

(a)> hP-i5^/-yK3g), p ^rl^^^XO. 2g) ; (b);^-rT y :/g?(5g), ;^xT 

. y;PTyw=i-/K5g). (5g) , 5 y^^f'^/^-r yT'pfcVKlg), ;:^/-?>-60( 

10 1.2g), 5"^— /K0.2g);(c)Tween60 (0.7g) . ypeU':^^^y3— yu(6g), hyai^y — 
/UT 5 > (0. 4g) . ?§®J7K (^i;65ioOg <t Sft) 

Stjg^&: (b) ^*^85t:iw^ft?PS LfCo Cltllw, (c) ?riii1]85°C(w^ft¥lllS Lfc 4i<7)^«J* L 
15 (IQiS«^j5 7) ^ffli^y-A^lJ 

^ : (a)f^=y/-/K3g) . y p ^-t'yyio. 2g) ; (b) ;^rT y :^®s(5g) , ;^x7' y 
T/w=i-yK5g), g|K)/^'77-<:/ (5g) . ^ V ^f-ym^ yzfo ^/^Hg) . ;^/-^>'60(i.2g 

f-^-/K0.2g);(c)Tween60 (0.7g) . T'p f u:^^ y /U(6g) . hyai^/— /UT 
$>(0.4g). *fi^7K(^l:;inoOg<t?tc5») 

(IIM5 8) ^mt^M 

: (a)p< hP = :J^y-yK2g), v?i? p h y ^>ix(0. Ig) ; (b) efer7ir y >'(45g) 

25 . -fei^y-yK20g), ;J<y;i-:'rv'3i^^>'B!<bt-7v'?ft(5g). Tween80(2g). ^^'p^^ h^^(3 
g). mWi/^yy^O (5g) , y<y^^i^B^mzfa\^M0.1g)-Ac)y<y^^>^.%^^ 
>f^yKO.ig). ^@7K(^ft;4M00g<h/jt51:) 

Mii^rffi: (b) ^mscizmmmm x^tu :i ni^, (c) ^m^\mf^wm. Ltz ii<D^mw t 
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ifl;:^: (a)^-i?'y-/K2g), Vi^n7^-:hi^-t hy '>A(0.1g);(b)fife!7-fe!;^(45g), ± 
5 ^/-Mm. Jl<y^=^^>^5^U'>S!fbt-^«>^ft(5g), Tween80(2g). jJ'n^^ h>(3g), 

mW}y<yy^'^ (5g) , ^■^7^=^'>$S#Kyai:Vu(0. lg);(c)/-?7;!f-=3r'>$S#®fp<f^ 
/i^(0. Ig). 3g@7K(:^*;4n00g,t/<^-54) 

i!iit;fyfe: (b) ^ms^'az^mmm ltlo rntv, (c) ^m5x:izmmmm uzhcn^mwu 

10 /£^lwSJSiL/i„ 

(Hjiig^je 0) ^ffl^ y-A^j 

ia::^: (a)^ HD = yV-yKlOg);(b)^/;^xTy >'^^yr3-yu(7g), ^/y^xT.y^'K 
7Ky;i-df.->3i^u:^-/y 3_^K3g)^ ^y^:^'>ai5"uy-fe hP^xTy/U:ii>-x/u(2g), /K 
I^^^^^^^l^^SSfbt-vi^jfiag), -fe>?y_yK5g)^ ^yjj^^g)^ ?5Eit|/';7 7V^ (3 
15 g) ;(c)/}<yinf-u>^y ::7-yU(5g)^ 1. 3-yf-U^j/y n-/U(4g), ^S7K(^g;65lOOg 

Mig^-jfe: (c) ^*^85t:(C^«^g L/C. Z tHZ. (b) ^^*^85t:{C^ISSgS Lfc h<Di:t!iW L 
20 (HJgfiry 6 1) f^m^^ V -A^J 

Aa:^ : (a)f^=y/-/Kiog);(b)^y>^xTy ^ggi/y =i-/K7g), ^/^xry ^-KTjfy 

;*-dE^>>ai^ u:^:/ y 3-yK3g) , yii y i^Ji^ h >^xT y /Uai— r/K2g) . /If y ;t 
dev^ai^uyeffbt-^v^Jftdg), -tr^/-/K5g). ^yaryUg)^ mm^<y7^y (3g) ; 

25 fi) 

®{it;^j£:(c)<Sr**l85\:iC^«?P9SL/io (b)^m85'ClzmmfmLtii,(D^tmL 
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: (a)^ hp=y:/-^K5g);(b)>^xTy y®f(2g), -fe^y-/Ki.5g). 
5 -yWT^:<(0.7g), iftS^7K(60g);(d)'ry7'p/V-/KlOg), ift$!j7K(^ft;iSl00gt ^CSft) 

mm:)jm: m irmio'cizmmm. Ltzo ztuz. (b) ^wio'cimmm Ltzh(D%:mw t 

10 mMmes) a-i^Bi^M 

AQ.;^ : (a)^ hp::^:$'V-/K5g), h 7-7;^ h (0. 4g) ; (b) ;^xT U >'^(2g) . ir^y-zK 
1.5g), Sfe!7irliy(4g), >^iJ'!7 7>'(5g). h V i:tizr^Jjm - ^V^V >'(2g 

), ■=e/:tWi'isy/Hi'^>'(2g). 3->'K5g);(c)i^:?'peu':^^!J = 

-/KSg) . hU ni^ /-/UT 5 ^'(0. 7g) , Jft$^;ic(60g) ; (d) >r yzfo/<y —MlOg) . ^M* 

15 i^Mt>noOet^j:^&) 

mmijm: (c) ?£ri!i^70t:ic^ft?8ISS t/io ^tltw, (b) =Sriii^70t:(w^^?iia3g L/l t (D^tkW L 

20 (Illi£l?ij6 4) P-v-a^^^J 

ftl:)^ : (a) (3g) . p -r (0. Ig) , S^T'U ^ p (0. 005g) ; (b) 

7.TT'J>m2g). ±^ /~/ua.5s). Sfe^-try ^'(4g). ^^^^^^(Sg), h!J(;*7-:/y 
yw®?- ;<7yp>^^y-fe!; >'(2g), ;l-u-<>'ifyyufc';?>'(2g), 3 
-^K5g) ; (c) i^T'p U^i/ y 3-yK5g) . h U / -yPT 5 XO. 7g) , iFt§!i7K(60g) ; (d 

25 )'ryrp/V-/KlOg). nm^(±MLA^\OOgtfJ:^S) 

mt:ffm: (c) ^mio^azmmm Ltz. cni^^ (b) i:m7o''azmmm ttzho^mw l 
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mmme 5) ^m^v-j^m 

^15 : (a)^ Ht3^^V-yu(2g);(b)^y;^x7'.y >^^y -tr^y_yK7g)^ 

(IIJg«aj6 6) ^1-^^ y-A^ 

10 mi: (a)^^^V-/W(2g);(b)^y;^7^Ty ^^yi;.=.-/KiOg), -ti5^y-yu(7g). 

^<yy^>{%g). efe!7-fr!;>'(3.5g);(c)^^(2g). t-u:/^/^ =.-yK6.5g), y-i^y 
/PBI®?-^ h y A (ig) , !ft$il7K (^S;i>*lOOg t /ji 5g) 

Siit:^^: (b) ^m8s>x:\zmfmm ltz, - ntc, (c) ^m85''azmmwm Ltzh<7)=kmw l 
(iuf£«aj6 7) f^m^v-j>,m 

- (a)^ ^cI=^>^-/^(10g);(b)^/x^xTy i^^^J^!; 3-yKlOg), •tr^y-/u(7g) 
. ^i^^t^)/^°7^^>-(9g). efer7-fey >(2.5g);(c)^^(2g). .l^yo^f^u^-^y n-/K7g), 

TweenSOdg), nmM±mtHOQgt^j:^m) 

mmm e a ) y - a^pj 

25 «lX7 7^'^^(9g), efer7-fey>(2.5g);(c)^^(2g), .1?y ^^uy>/y =.-/K7g), Twee 
nSOdg), mK7K(^l:;6Jl00g<!:7'^5«:) 
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immme 9) 9\-mwmM 

«!;:^ : (a)^ hnz^;J^V-yi^(3g);(b) fife !7 -fey >'(45g). ir^ y-/W(20g). 7fsV7i-^'>^ 

5 75i-=¥i^^Sl=K^^/K0.1g)^ Tween80(2g). ^Kyai^^l^:^^!; ^-/KSg). iS@7k(^ 

;in00gi7'£?,l:) 

m^B: (b) ^jis^85'ciw^Mi^s Lfco (c) ^ms5'^iz^msm\^f^h(o^im u 
10 («0ij7 0) ^m^mm 

«i:J^: (a)f-=^y~/K3g):(b)fife9-fe!;>'(45g). ir^ 7-/K20g), 4^ K ;^=3E^'>^f'U 
^^0E{t:t-7i/Jft(5g). mWy<yy^y(5g). y<y:t^i^.%^m-:^'^ tVKO. Ig) ; ic)^<y:i- 
=3fv'^Mffi^>^>'K0.1g). Tween80(2g). /KU ^i^^^'^U ^-/KSg). sSStIc (±1:^510 
OgtT'^Sl:) 

15 S!»jt^&:(b)^*^5'C(w@^»il§SL/i, rti^lC, (c) Sr*Wc;c^ft?fl^ t/:iti<^^«#t 

M^: (a)^ hP-:$^y'->fK3g);(b);^xTy :/^(2g), -fe:^y-/Kl.5g). efeI7-{rD>-( 

>'^tf^>'(2g);(c)7Ky3i^u:^^y =->'i^(5g), ':^yne'U':^^!j=i-yu(5g), MJai^y 

-yuT5:/(0.2g). mM7R(60g);(d)-ryyn/V-/Kl0g), mS^7K(^4;4Sl00gi: /.fiS*) 
i{ii^i£:(c)Sr*U70'C(C^)^IiSL/;:o wtll-, (b)^ii^t70'C{:i^)^DI3SUfcfc<D^Sr«#L 

(a)^::^^y-/K3g);(b):^xTy>'^(2g), •fe^/-/Kl.5g). afe!7-t y ^^(4g) 
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. T5>'(0.2g). if*M7k(60g);(d)^y7°nyV-yU(lOg). MTkCiki^inOOgi t'^ 5*) 

(c) ^mi(fazmmmmi Lite tuic. (b) ^miffammm^ \.fzh<o^m^ l 

(a) ^ hn=y>/-/K2g), hy-y;^ h (o. ig) ; (b)*/;^7^T ^ =«— yK5g 

10 5}?U^=¥^/^^U>(23)-fe^/U:x-7"/K2g), ;^7^Ty V^(0.5g), -fe 7 -/P (5g) . 

efe!7ir!;^(3.5g). jjSilj/^^7^:/(5g). 5 Ux5^^/^^y7°Db°yK5g), 

K-T'v'/KSg), ^<7;i-^iy^,E#SJ7°a e/U(o. I5g) ; (c)7°n ur/^y =i-yK7g 

$S{5t:^}*: (b) ^*^75t:iZ^A?|^ Lfio rnj^. (c) ?ri^75TCIC?t<5?IIIS L/C t>(D^a^|J L 
15 fj:t^hmw\^. iS>:V^-e(a)^^DL/i„ a^6<JlCft#L/,f;45 f,i|1)25°C<^)aEg|C}^^. jg^ 

(SIJfefi«j7 4) ^ffl^U-i^J 

: (a) 'f-~'^y—M2g) , h 7-7 X h (0. Ig) ; (b) ^ / ;^xT y ^^®!j5^ y ='-/L'(5g) . 

5j^y;^-=Jr~>a^5^uy(23)ir^/Ui-7^yK2g). ;^7^Ty ^^(o.5g). -fe:i?y-/K5g). fife 
20 17-fe y >(3. 5g) . :7 ^ ^(5g) , ^ y j^^^-Sf-Y y tf/KSg) , ^ y 

f^yu Kx->/K3g) . />°7^=3rv^S#^-7°n If/Ko. I5g) ; (c) ^ n f Ul^^ y =i-/U(7g) , 
v^SM^ f-zKO. I5g) . ^©tK (^S;4Sioogir /jt^fi) 

(b) <^*^75°CllMiig Lfi. MZ.. (c) ^*^75°C{Ii§)|?i^M Lf- ^3 W^ftl^ L 
fit^hmMU ^^>:^^-e(a)^^PL/io iii^(c:mMit/j:;Jse)*^25r(Dja^(w?«&Sim. 
25 fammmMl^tz^ 

(Mmi 5) ^ffiiJ'y-A^j 

(a)^ ND = ^V-/Kl.5g);(b)7>7^Ty>'®S(5g). ir^/-yu(5g), ;Ky;d-:¥i/3^ 
5^U^XxTyyUai— r/K3g);(c)^^y-fey :/(6g). l,3-7"f^U':/:/y =i-yK4g), hyj: 
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^ J -yUT 5 (0. 3g) . (±3^^^ lOOg t S 4) 

mW^m-. fflS{7Kai*(C (a) ^MlSMm^'^tz. ^X'moX:\:imm.Ltz (c) L, (b) 

5 (HJlfe^J? 6) ^m^V-M.M 

SQ.:)^ : (a) y h o =yy-/K3. Og) ; (b) J^xT V VSf (5g) , -fe^ / -/K5g) . JJ? y ;^-^v^3i 
f-U>'7.xT!J/w^-xyK3g);(c)^yir!J V(6g), 1. 3-y^u>'i/!J =>-/K4g), hy^ii 
tJ' / -/UT ^ (0. 3g) , ifSm (^l:;6noOgi: /<£ 5*) 

$!{it^jfe:*t$Sbl<iiftJ^(a)i^*pa@ft?^-ti:^Co 2>:t^T'**J80nc*D£L/::(c) $r»L, (b)«r 

(a)f-ziy/-/Kl.5);(b)>^7^T!J:^®f(5g), -fe^y-^KSg). /Ity r^'^fi^aif^Ui^ 
;?.xTy/UJ^-7"/W(3g);(c)i/!J-fey>'(6g). 1, 3-yf^U>^y =-/U(4g) , hyai^y- 

15 /uT5:^(o.3g). i^$!i7K(^;dnoogi/j:5fi) 

(l|}S0iJ7 8) ^ffliJ'y-A^J 
20 : (a)^-y/-/K3.0g);(b)>^xTy>^{5g). ir^y-yKSg). i^-^rv'^^^U- 

^'J^xTy/UJi— ryw(3g);(c)^y-fey :/(6g), l.S-^f'Ui^^y ='-/K4g). hyai^y 
-JUT 5 >- (0. 3g) , *f i^TK (^l:;55lOOg i 1:) 

»{jt^&:mS5l7KM(w(a)^*Pia^ft¥^-ti:fc„ 2>:^^T•*U80t:^lJO^&L/i(c)^m^IPL. (b)^ 

(*iife^j7 9) ^ffli?y-A^j 

(a)^ hn=^^/-yKl.Og);(b);^xTy y^(0.5g), P^t'T D ^Wti^ V ='-Ji^( 
8g), >^xTyyUT/U=»-M5g), >'(8g) ; (c)yp e^:/^ y ^-MBg). ^ 



wo 01/05400 

PCT/JPOO/04728 

- 100 - 

OOgt/^Sfi) 

(^^J8 0) i^^^v~M.m 

8g), ;^XT!;/UT/U3-/K5g), »S»J^^°77-<V(8g);(c)7'PlfU'>>/y=2-/K6g), ^ 

(mmms 1) ^ffljj'y-Ai^j 

. :^xTy/bT/U=3^/K5g)^ Mii)^-«77^>(8g);(c)ynt'^>^y=,_yU(6g), 
y:^(4g). 'i^y:^:^ixaL^u>7'>yyWa.^xyu5S®h^hyr>A(lg)^ *tM7K(^;6SlOOg 

(^«SJ8 2) ^ffiiJ'y-A^ 

(a)f-=^'/-/K2.5g);(b);^xTy^^(0.5g). ^7 ;^XT y ^-^i/ y =.-/K8g) 
, ;<xTy/UT/b=3-/l.(5g)^ 2jS»^^'77^^(8g);(c)7'peU'>>/y 3-/l.(6g), ^y-fe 

y>'(4g). '1^y;i-^'>^^i-^7'>y/uai-x/H5Kgg-:hf>yr>A(ig). mmyk(±MmoOg 

mm^m-.mmTkmmi:! (a) ^^ps^ji^^iirfc. ^T'^wc{c;!jD?a u/i (c) u (w ^ 
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.3g). e^ttt^^°7 7-^>(9g). Sfeyiry ^(3.5g), ype;U^N7-<:/(0.05g);(c)yn.k-^ 
5 i^VV 3-/K6. 5g) . ^ 5"yu/N-7-<:^(0. 05g) . 7 'J' y /H^i£K:^ h U -^-t. (ig) , ?S$!bK(±fl: 
;i5ioogt/j:5ft) 

Mit^jfe-.sftMTkigftlw (a) ^*Ofi^ft?$-ti:/Co ^-e^^80°ClcJpa Ltz (c) ^j^JDQ (b) $r 

10 (llffi^J 8 4) ^ffl ^ 'J - A^J 

fti:^: (a)^ hD:^yi/-/Kl.8g);(b)^-y^xT!J^^^i/y ='-/Kl0.4g). ir^/-/K7 
.3g), BlLi!l^^°7 7^>'(9g). efe[7i?iJ>(3.5g). fyU/-?7^>'(0. 05g) ; (c) ^1^ 
D zi-Me. 5g) , > ^>'W^•7'<:/(0. 05g) , 7 y /HoSK^^ h y ^7 A (ig) , ?IS!i7K(:^ 

15 Mj^i*:?IM7KM{::(a)^ADtaj^ft?$-&/io iSkv^T'*^80t:(ciJt]jaLfc(c)^j3s3!jnU. (b)^ 

mmm8 5) ^^^5^ y-i.?pi 

(a)5^=^'/-yKl.0g);(b)^y;^xTy:/®fi/y 3— /Kl0.4g). ±^/-M7.3g) 
20 \ «£»l^-«7 7-<i^(9g). &fe7-ty ^-CS-Sg), 7'of/U/-?7'<V(0.05g);(c)7'nf 

y3-/K6.5g), p«5"/w^7-<:^(o.o5g). ^e^y/niiggf^Hy •j'Aag), mffli*(^^no 

OgirT-^S*) 

. mmmae) y-A^J 

(a)^-y^-/K2.0g);(b)^y;^7"Ty :^^^y =i-/Kl0.4g). -fe^/-/K7.3g) 
^ «fE»)/>'7 7^:/(9g), efe!7iry>'(3,5g), T^ne/Uz-^^^^^CCOSg); (0)7^0 fUi^:/ 
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(a)^-y>/-/Kl.0g):(b)^y^xTy^i^^y.-.Kl0.4g), ir ^ y -.^7. 3g) 
. »l»)-°^7^>(9g). efe!7iri^>(3.5g). 7'^l^/^.^«7^:/(o.o5g):(c)yDld•uv^ 

r^— M6.5g). ^^yux^^xaosg). ^^.y.n5it^^hy^.^ag)^ m$![7k(±s*no 

10 Og<t/i5*) 

15 (a)^ '^°=^>^-/K2.0g):(b)^y;.xTi;>^^^yn-,Kio.4g), -t>5'y-/K7 

.3g), m^<yy^^^(s^)^ &^^±V>(3.5g). :/nl:Vw<7^:/(o.05g);(c):/al^U 

^-^y^^-yKe-sg). p'5^7ux7-:>(o.o5g). 9 V ^i^m^ hV'> Mig) . ^m(±m 
mmms 9) ^^^j^y-Ai^ii 

(a)y '^°=^^'^-^Kl.8g):(b)^/;.xTy:.^^y=.-,Kl0.4g). ±^y~.M7 
.3g). »^tii/^5:7^^(9g), Sfey-try^(3.5g), yPtVi..>'^^>(o.05g);(c)yDei. 
25 >'^y--/K6.5g);^f-.i.X^-c>(0.05g), 7'J;y/uegffif:hhy^A(ig), 
*>*100gi:/jt.54) 

Mii^&:!ff«iil:{C(a)?r^^a^)^$^i:fc. ^Xi^^msVlzmULtzic) ^muL. (b)& 
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(a)5^^^^y'-/U(l.5g);(b)^y;^xTU ^'^i/y ::^^/l'(10.4g). -fe 7 -yU (7. 3g) 
. ^-Og), efer7-fey y(3.5g), yDkVW/N'7^>'(0.05g);(c)ynkV>':/ 

5 y 3-yK6. 5g) , f-yWN-^-O-CO. 05g) , 7 y /H5ii®f^ h y -J^ A (Ig) , *f8SbK(^;6no 
Ogt/j^Sl:) 

10 {.mm^D f^m^')-j^n 

(a)^=^y-/K2.0g):(b)^y^xTy^^i7y =3-/K7g). ;^7^TyyUT/i-=i- 
MW. »£llj/<77^y(5g). ;J^y;4-:3{^v'3c^u^^-fe h^xry/t-j:— r/K3g);(c)^yir 
y i^(5g), l,3-:/f-^>'^y 3-M7g). ;*>'i^^dE^'>^f-/Hrywo-;^'^ h y ^MOAfd> 
TweenSO (Ig) . flIiUTk (^l:;5Sl00g S») 

15 §5[3t^&:*tSSl7Kiift{-(a)^*Dia^ft?^-d:fCo 2>:V^-C*^85t:icML/-c(c) ^^JlDL, (b)^^ 

mmm^ 2) ^^jj^y-A^ij 

. fti:^^: (a)p< hP^y/-/K2.0g);(b)^y;^xTy :^®?^y 3-yK7g). ;^xTy/UT/U 
20 =i-/K7g), »Ei«K>7 7>f:/(5g). ^y:^:¥>'3:f^Ui^-fe h;^xTy/Ui— r>'K3g);(c)^ 
y-fey>'(5g), l.S-^^^w^'^y ='-/K7g)x tiJ^'!f^^'y^'f-/^f\^^'-:^-)-V^)^MQ.^ 
g), TweenSO (Ig), mM7K(^7)MO0gi: /^^S) 

S{ji:^&:iftS!i7Kjil:l-(a)^*nfi^ft|^-li:/Co ?feVN-C'lii*)85t:icJPiaL/l(c)^^DL, (b)^ 

(Iiii0ij9 3) 9\-m^')~j-.n 

(a)> ha=.^V-yK5.0g):(b)^y;^xTy:/if^y 3-/K7g). T^^rT fX'T /\^ 
3->'K4g) , efe!7-fe y >^(3. 5g) , ^ y >^ y^^n tVKSg) . ^/N'veOdg) . IweenS 
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0(0.5g);(c)7^nf =,-/K7g)^ y])±V^^(2g\ Tween80(0.1g). ^m^{±mH 

M^t;^^ :M7Kjiil:(c(a) ^mu^m^^fzo ^kv^-cWC{cA0£ t^c(c) L. (b) «r 

(a)^-^ V-/K3.0g);(b)^/^xTy>'^i/!j3-yK7g). ^^xT y/UT/U^- 
^K4g). e#,!7-fey>'(3.5g), 5y.>^5^:x^^yyntVK3g), P^y<>6O(10^ Tween60(0. 
5g);(c)7°old'U:/>/!;=i-/K7g), >/y-fey>(2g), Tween80(0.1g), mmA^(±MmOOg 

10 

(HJIE^^J 9 5 ) ^ffl ^ y — A^pj 

15 : (a)f=--:$^V-;Kl.5g);(b)^/P^x7'y :/^iry 3-yK7.28g), ^y^xTy:^^ 

yyn:-i?>(3.12g), •fei$'y-/K7.3g), &fel7-fey >(3.5g), mi^<7y ^l^(9g). Zfu 
lfyUyN-7-<>(0.05g);(c)yneu^^y 3-yK6.5g). 7 ^> y /HiiE^-:h h y ^>is(ig), ^ 
5^yuy^7-<^(0.05g), iftM7k(±fi:;5SlO0gi/i5i) 

Sijt:^feimi^7K3il:lc(a)^JDS?$<^?$-a:fi„ <!fci'^-CiJi^80t:(iSP?aLfc(c)^^PL. (b)^ 
20 *^85<C(C^P£^«?L/it>0{^JPx, }ti^^L/ji;6S^?Uk$-a:yc„ igigg6<){^S*^L/j:;iSP>**j30t: 

(a)5^-i5^V-/u(2.og);(b)^y;^xTy>'^i/y =i-/K7.28g). ^y;^x7y:^®^ 
yyn:ri?>(3.i2g). •fe^'y-zKLSg). efe!7-fe y :/(3.5g); sSib^-Jy^^' vOg), t^u 

25 t^^U/<y-<>'(0.05g);(c)ynt°U'>'i/yn~/K6.5g), 7 y h y ^>i^(lg), ^ 
^/U/N-7^>(0. 05g) , ftiiTK (^;jSlOOgi: ti:^m 
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iiitU : (a) / h n :ry/-^K2. Og) ; (b) ^/ y^rT U ^W^^ V±V >ieg) . ^"rT V /UT/U 
3-/U(5g) , -fe ^ / -yl^(6g) . 5 V ^f-:^^-f y bVu(lg) , ;<-/nV60(1. 5g) . Tween60( 

(b) <^Jii^75^lCjD£^j5?$-ti:. ^WClcM L/- (c) ^ttl^l^ L/cCt)? hma t, JSkV ^ 

10 mmm9 8) ^^m^v-m 

^i:^: (a)^ hP-yy-yKl.Og):(b)^y:^xTL) ^^i^^'y =3— ^K7g). ;^xTy/UTyi' 
3-.>U(4g), &fe7iryv(3g), ^ y ;^5^>'^'<y7°a tVwOg). ;^/<V60(lg). Tween60( 
0.5g);(c)yDeu:^:/!;=j-/K7g). ^!;-fe!;:^(2g), Tween80(0.1g), iflSltTKC^ft^SnoO 
gt/^Sfi) 

Lit. 

mmm9 9) ^m^v-j^m 

(a)f^-i5^V"-/Kl.0g);(b)^/7.xT!Jy^^y='-yK7g), ;^xTy/WT/U3- 
20 /K4g). efel7-fe!;i^(3g). ^ y:^^^^®S'l'y7°P tVK3g), ;^^-?>60(lg), Tween60(0.5g 
):(c)7'Dt°^>i/y ='-yK7g). i/y-lry:^(2g). Tween80(0.1g). mMTKCdkSdMOOgi: 

25 Lfio 

(^JS^iji 0 0) ^ffl^ y-A^j 

(a)^ hn^^>^-yK2.og), / 7^dri^v'^^(o.o5g) ; (b)^y ;^7"Ty vif^y-fe y 
>'(2g). ^^xry/wT/u^-yKsg). efe!7-feyv(3g), 5 y;^^:^K'Yy:^ni:fyK3g), 
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;^/^V60(lg). Tween60(0.5g);(c)ynf U^-i/yri-zKyg), i/y ir y >-(2g), Tween80(0 

.ig)^ mmM-^t^mgtt^^m) . 

(a)f^:^yV-/K2.0g), h ^-^^ K(0. 2g) ; (b)^y y >'i/y =3-/K4g) , 

■t^y-yu(4g). ^xTy/I^T/Uri-yuOg), Tjf y ;*-dfvai^u>.irf^/WT/U=-/K2g), 
5 y yya tfyKSg). ^/-?:^60(lg). Tween60(0. 5g) ; (c)7'n fu:/^y n-^K 

5g). f^m^{±mmoQgtf£^-m 

LfCo 

imi&m 10 2) ^m^D -aipj 

(a)f-^^V-/U(2.0g). ^hrD7a.V(0.5g);(b)^y;^xTy>^y3-yK4g) 
, ±^y-/H4g). :^xTyyWT/U=i-/U(3g), y ;r:¥i^:tf^U>ir^ybT/U=i-yK2g) 
, 5 y ;^^>'gfe^ y^D l^/K3g). ;^^<>60(lg). Tween60(0. 5g) ; (c)zfti f U^j/y 

^^(5g) . mSSTk (^:t;5si00gt 

■e(a)^ADx., lii^L/--, iiM6<){c}ti^L/jr;is^*^25°cc^?agi^/^j|]L. m^^j^mizm. 

(Hlfe^ 1 0 3) ^ffl;? y~A?pj 
40.:^: (a)y hn^^V-/K2.5g). >(0. 2g) ; (b)*y ^xT y ^^i^y ir y 

:/(2g). ;^xTyyU7'/U=>-/K5g), fife!7-fery ^(3g). ^ y VT^n tVu(3g), 

;^^^V60(lg), Tween60(0.5g);(c)^PtVi-i/y3-/K7g), ^yiry>(2g). Tween80(0 
• Ig), »®7k(±l:;in00gi/^5g) 
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5 -/K2g) , 5 y ;^^>®E>r y:/n tVK3g), >^/-?V60(lg) . Tween60(0. 5g) ; (c) -fu tf 
^y=i-^K5g). JffS5!7k(±S;55lOOgi:/£5fi) 

10 (njii^ji 0 5) ^ffli^' y-A^j 

: (a)5^=^/-/K2.0g)s lg^b;^/^ya-'>-^(0. 5g) ; (b) ;^xT y >^(0. 5g) , 

;^TTy y®?^y3-/Ki2g), ;^xTy/uT/u3-/K7g), efe^-ty ^^(2g). mwi^<y 

mmmi oe) ^^^^ y-A^j 

^t:;^ : (a) Og) . '^^sSsnmiH!^ iO. 5g) ; (b) ;^xT y >'®^(0. 5g) . 
20 ry^'^^y =<-yKl2g). ^xTy/UT/W='-yi'(7g). &fe!7-fey :/(2g), »Et^^°77^ 
^(Sg) ; (c) ^ y y =i-/K5g) . 1,3-^5=- U'^'^ y =-yK5g) , ^IbK (^fi;i5ioo 

SUit^fe: (b) ^*^75gtcADta^ft?$-ti:, ^lJ75t:ili]Pfi Ltz (c) L/j:;65 ^ 
T-(a)iSriJD;t, Itl^LfCo iii^lI«i^L/£;45^**J25t:w?ag(l?&SPL. mmtummz-mL 
25 tfco 

(uss^iji 0 7) v-j^m 

it}-:^ :{a)^ hn.^y:/-/K0.5g);(b);^xTy ^^(0.5g), ;^rT y ^'K^y =»-/K 
lOg), ±^y~M5g). efe!7-fey:^(3g);(c)7'Deu>'j/y =i-yK7g). ^-^y/HSitgh^ 
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h A (ig) . *tiibk i-^mmoog t^i^m) 
mmmi os) ^^m^v-^m 

, ir^y-yKSg), Sfel7ir!;:^(3g);(c)ynt"u->^-i;zi-yK7g), y'^V^i^mt-thV 

(mmmi 09) ^>\-m^v~j^M 

: (a) ^ K D=yy-/K5g) ; (b) ;^7^7' y ^^(q. gg) ^ ^/ j^^t^ y ^^>/ y n-yKiQ 
g), -iTiJ'y-yKSg), 6fe!7-lry>'(3g);(c)>^nt'i.>'j/yn-/K7g)^ ^^UyuSltK^K 

T'(a)Sr^)D;t. J«i$LfCo L/£;65P,i^25t:(7)iag{C}«^£|lL. ii^/^SSlC^gJ& 

(^0111 1 0) ^fflij' y-A^J 

(a)5^=^V-yK5g);(b);^^Ty>^(0.5g), ^/;^x7' y >Ki/y =-/KlOg), 

^(Ig). mM7K(±l:;isi00gi:;'i5fi) 

1 1) imM 

Aa:^: (a) ^ hp=^/:/~/u(2g) ; (b) ^TTVymi2g). ^y^xry^^i^^y =r-;u 

(12g). ^y:^^TV>mynV:t^^y:r.^l^y^D=.-MW. 4fy;t:^^>.n^U>.tM 



wo 01/05400 



PCT/JPOO/04728 



-109- 

•r7i;/i^3i— r/U(12E.O.) (Ig). 7fs]}:^:3i-iy:xL^ui^± U yu^— ryu(20LO. ) (Ig) 

. ■fc^y-/K2g), mWiy<yy^> (Sg) : (c) l.S-y^l'i^i/y 3->'K7g), 

±vy(5e). «M7K(^35sioog,b/.f5») 

mW5^: (b) ^Sr^iWCl^@^^?l^gL/io Ztllz^ (c) ^^^TS'ClC^ftPI^SLfctifD^ 

mmmi 1 2) ^ffl^pj 

(a) ^ hD:^i?'y-/K2g), >>-H='-:hy-/K0.2g) ; (b) ^7 ;^xT >; ^ifi/ 

y-fey :/(7.5g), i^i!yynf^v(3g), 7.7'tV/i^Tj^='-M7s>. MWy<y 

10 (8g) . 6fe!7-ty V(5g). 7>/N->80(lg) ; (c) If U^^j^y =i-/K5g), 1,3 

=3-yK3g). Tween80(ig), ffM7K(^l:;4noOg<t /j!?)!:) 

sa^jfe : (b) ^i^^75'C{c^g/^ii^L/-o -nic, (c) ^m75x:izi^mmmLtch(D^ 
15 (njg^iji 1 3) ^mm 

(a) p< hn=:^^V-/K2g) ; (b) ^/ Xt7 y ^^i/ P -fe ^ ^(7. 5g) . ^y>^X 

Tvywty/\^^^y(2g). ;^x7!J/uT/i^3-/K7g). giaK)^<77w'i^ (sg) , efei7-fe 

y:^(5g). :5^/N'>80(lg) ; (c) yafc'l^Vi/y =i-/K5g). 1.3-^^1^:^^^ 3-/U(3g 
). Tween80(lg). imW(±fl:;i^lOOg<b /.^ SI) 
20 (b) ^**J75lC{C@ft?IS^LfCo (c) ^m75'ClzmfmmLtzi,<D^ 

1 4) 9\-mM 

m:^: (a) ^-yy-yK2g), 5^gf-ry='-:^:/-yK0.2g) : (b) ^y;^r7y>^i/ 
25 y-fey:/(7.5g). ^/;^-r7y ^^gfy/i'fc'^:^(3g), >^x7yyU7/i^3->'U(7g), »{tiij/<7 
7>fy (8g) . Sfey-feyi^CSg). ;^^<>^0(lg) : (c) T'n fUV^y ='-/i'(5g), 1.3 
-^'f'U^'i/y 33-/U(3g), TweenSOdg). nMyi^i'^finOOgtfj:^^) 
mm:^m: (b) ^r**)75t:ii^ft?^eL/io ^tii^. (c) ^rj^D75'C{l^iSI^Lfc'b<^<Sr 
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mmmi 1 5) ^^^j 

5 ^^y/H^-^^(3g), :^TTV/l^T/U=i^M7g). MUl.Xy^^'^ (8g) , 

5g). 7^^<ymig) : (c) 7'nt»t/y =i^yU(5g)^ l,3_y^^;^^y 3_^K3g) 
eenSOdg) , Jfg®{7k(^ft;65ioogi: 

mm^m : ( b ) ^|^75°C{^^)^?PS LfCo .^niC, ( c ) ^j^75riz^ft?^g L/i 

10 m^^^^izmMLtzo 

Ao-:^: 5"=^^V-yu (i.5g) . ^/ 7 y y ^/y-fe y ;/(4g), .-Ky;r:s?-i^aif-i^:/ 
7^>y/u:3^-x/Hiig^:M^y ^>A(7g), y^V/\^>'?i^/i^T^/mm^^'i:y (2. 5g) 
, •tv^»|}iJte®!v?:i:i?/-/UT5 K(4g), ^y ^^^U'^^i/y =«-/U(5g)/ 1, Zrf'f-V^y^f 

15 y^-^KSg). iJ'iV'SfCjii:), )^ijj;K(±4;4noOg<b7'<e-54) 

LTSiii^i^-tir^e . S'J'^^^dj&y 7 » y vsg ^ y :/ y -fe y y v-^i^ ^^^^ ^ y 

1 7) y>;^i|ij 

: (a) y K n=y/~/i. (2 g ) ; (b) ^ y ^^^V-®?^ y^n tVKlg) . 5 y 
^l-(lg), i^y ='-^^?ft(2g). »f^Ei}^^°7 7^' V(lg), N-[T/UdryKi2, 14):t:3rv^-2-t Kn:^ 
25 •>:/n tVW]-L-TyUdf-zi>'^Jg^ifK(2g) ; (c)fL^(0.05g), .If yo^^^U^^^y n-/U(6g) , 

Si3t:^fe : (b) Sr^SOtClJPia L. b (a) ^ (c) IZ^ODP LTJD?Siitj^? L. mfQ\Z 
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mmmi i s) vyp^m 

: (a) (2 g) ; (b) 5 y VI/d kVKlg) , y y^^y^T^^yUd 

g). =-^Jft(2g). ^^tt/N-y^^^-dg), N-[T/U=5r/Kl2.14)>i-df-v'-2-t Kndei^y 
P tVU]-L-T/W:J?=.>ifi^?K(2g);(c)fL^(0.05g). Jj^ y i; ='->'K6g) 

(mmmi 1 9) 

hp^y>/-yu (3g) . ^•i'y^^/i/y-feiJXTSg). fliKSeE-yj/y-fey/u 
10 msi^i-hvyj^ag). ^rTy/uT/w=»-/K8g). v^y^-vjsdg). ^y-ty^^Og). 

g), (iis) 

15 (HJSfn 2 0) 

: f-^i/^-yu (2g) . y<>v>'m^yv])±vyme). mmm^/^v±v^i'mt 
i-hV'^j^ag). ;^xTyyuT/u=i-yK8g), ->y ^-vtfidg). ^y-ty:^(3g), 

immm 121) ^cistk 

(a)^ hD=y:/-/U dg) ;(b)7'nt'U>'i/y =<-/K3g), ;j<y i^UV^y n- 
M5g). i3)Vif^^^y:^'i-}\^)Vvi—7.-rV^) ^>A(0.4g);(c)^y ;t=35^'>^^^:^:t^^>'U 
25 -fe5^/Ui-x/Klg), 7f:jn/<Jffi(0.5g);(d)#3^(iii[), ^iJ' /-^K8g) ; (e)i»S5!7K(±l:;65 

lOOgi 7*^^10 

d) (c) ^mm^ ^-Itfc tO^^iJDiLfti^^ Li^-fk LfCo 
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(.mmmi 2 2) fb^TK 
^If : (a)^^yy—;i^ (0. 5g) ;(b)7°a t°lx:/i/ij 3-/K3g), !J:tf-u>-/7 ij 
5g), ;t;;i^^>:/^f-yU-feyun-^-t- 1> •) [>A(0.4g);(c),/}<U;i-^'>:nf-u:/;j-lxxfyu-fef- 
/Uai^X/U(lg), **^^»(0.5g);(d)l=iFif(iil:), ^^y-/K8g);(e))^M7K(^ft/i5l00g 

5 tfi^m 

d) IC (c) ?r}tA?ii-t5:$-fr7t t £O^AD;t«J«l^ Li^-it LfCo 
(HJiS^Jl 2 3) 

10 .5g). y.f^/l-fe/UD-^(o.2g). yptu:/i/y ^-/K5g), ^U-fey >'(2g). ;jfy;t^^> 
flSSbk lOOg ,!: 5 ^ 

(m^mi 2 4) ^ v~j^m 

/-/K4g), ^ywyug)^ 5 y;^^:/®?3j-^^/uFxv'/i'(7g). $ yy^^^-^-Sf-r y^p k° 
^i'(2g) ; (c)7Ky 3if^u>i/y =j-yu(3g) . :^/i^7f.^i^\^=L;\^^s y -r-(o. 2g) , mM7k(^* 
moogtfji/bm) ; (d) 7K^^b•:^ i- y ^M.:^mmmm) 

mm^^ : (b) ^Sr*^ 7 5°CiziD}aL, (c) ^*<J75'C{C^)DiaLyS:t><0^flH$ L/j:;iS b^P L, JSfe 

mmm 125) y - ^jspj 

(a)^-?=^y--/K2g);(b)^/;^xTy :^iEi/y n-yKiog), ^7 ;^xT y y 
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-/K4g) , %vu^ (ig) , ^ y 7.=i-vWr^ 'i-jv v^/j^CTg) , . ^ y ^^f-^-gf-r y e/w 

(2g) ; (c) tK U ^^v:y^ V =i-/K3g) . ;i7/U/f:^v' t'-yU/i^ U -^-(0. 2g) , mmM±S^A'^l 

2 6) ^v-j^m 

10 /i^y^f^v^^f^^i^^y ='-/^(3g). jJ^y;*-:^?-^/^!^^^-^ h:5^xTy/u^— r>'K2g). ir 

tVK2g) ; (c) TliD^L^uy-ZV 3-/K3g) , t'-^U/K y ^- (0. 2g) . nMM± 

fcjnoOgi/jJSfi); (d) 7KK<b-^hy'?A;!KSE^K(S*) 

mma^n \^tzm. ±ctzi^v -j^^^m^ fmmm^ Ltzo 

(a)D-y:/-/K2g);(b)^/;^xTy ^^^i^^y ='-/KlOg), ^/;^xT y '/gfJt^y 
. ;j-df-:i/:t^u:/i/y 3— yK3g), /Ky v^if^u^'-tr h;^xT y ;W^-x/K2g). ir^/ 
20 -Mig). 5:';'Drj7(ig), 5:y;^^ygf;i-^^yuKxv'/K7g), 5 y y7°p kVu 

(2g) : (c) jK y U-^-^ y 3->'K3g) , ;!7>'U7j<=^riy tr^/u^}? y -=?-(0. 2g) . 
OOgir/cCS*); (d) TK^ib^ h y ^ AtK^j^C^IS:) 

m^Tlii : (b) ^**J 7 5 'CizlMiU. L , (c) ^miS^ClZlXi^ Lfzii<D i^fit^h U U 

25 )ag«iPL/cm. ^i:f-^y-i=^S:ii^''j^^i§(-S5^Lfio 
mmn 2 s) ^ y-^^ipj 

ita^: (a)-fyniiyy-yK2g);(b)^/^rTy V^:/y ^-/KlOg). ^/;^r7'y>'K 



PCT/JPOO/04728 

-114- 

tVU (2g) ; (c) U mf - U- > y => (3g) ^ friyUTj? y (0. 2g) , |t» (± 

immn 2 9) ^ y-i.^j 

: (a) :t/u~^y'-/U(2e) ; (b)^/ ;^xT y ^-^^ y =J-yKlOg) , ^/ ;^xT y ^S^tK 
y;i-de->ai^k^:J^y =2_yK3g)^ '■J<y;^^v'a:5=-uv-fe h;^xTy/ua:-x/u(2g), ir^ 
y— /U(4g), ^yat^(ig)^ 5 yx5^>^;j-i?^/UKx->yU(7g)^ 5 y y e 

/l^(2g);(c)7Kyiiif^U:/^y r3-/U(3g)^ ;(7/U.-l^>'>f^/U;Jf y-7-(0.2g), ^MtKC^* 
^S^lOOgt/^Sfi:): (d) 7K^{k-:M^y e?A7K^JK(M) 

Mit^ife : (b) ^m7 5 'ClzUmU (c) ^f^75X:izmm. tfc t OSr«^ L/i;4S ^«fe!jD ^ 

(IIJS0iJl 3 0) ^ffl^ y-A^j 
ia:^: (a)^ Hn^^:/~/K5g);(b)^y;;^7-7'y^^^i;3_^KlOg), -t / _/K7g) ^ 



*/-?7 7>r^^(9g), efe!7iry V(2.5g):(c)^^(2g) . ^^y^nf^UV^y =3-yK7g), Tw 
eenSOdg), fl^7K(^*^n00g<tr 

S!jit;^fe: (b) ^'mfrazmmmm (c) ^ms^'c^zmmmm h(r>ikm^ l 

fiMmz^^x^-t'^ 

{%mM 3 1) 

: (a) ^= y y-/K5g) ; (b) ^ / ;^xT y ^gf ^ y n-yU(lOg) , ir y -yu(7g) , » 
/^•77^y(9g), efe!7iry>'(2.5g);(c)^|^(2g), /Ky :r5^U^i/y =.-yK7g). TweenS 
0 (Ig) , "^m^ (±l:;i5l00gi: /^S*) 
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5 t^Llto 

n^B^A : T V t: LTV 1 m.(ry>v% (mm 

immm. 2jiFBm. 3iirBm. 4iifBr#(I^='T^l:u?ffi^^To/•-o 4jiF^m 

20 Wm(D7.=iT\tSXT(Dtii^Xh^c 
'5:<^ifemSrTI5^2(::^-t-o 
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[^2] 



5 



10 







3 0^ 




2 mm 






A 


5 


5 


3 


1 


1 1 






B 


5 


4 


3 


2 


1 1 


/^L 




C 


5 


5 


4 


1 


1 1 






D 


5 


5 


4 


3 


2 1 


/£L 




E 


3 


3 


1 


1 


1 1 







*Sr^ftLfCo *f^S#iLT, OT(7?JS#l-jiffl Lf::„ 

mm^i^mmvk. 3b^. laia^, 2jip«m. sjippr^. mfmk\z7.:nTitumLfz. 
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[^3] 



5 







30m 




2 mm 


3iim 4 31^ Jg.^M 


F 


5 


4 


2 


1 


1 1 /j!L 




G 


5 


4 


3 


2 


1 1 /j:L 


iE^ 


H 


5 


5 


3 


1 


1 1 f£L 


iE^ 


I 


3 


2 


2 


1 


1 1 fj:L 


iE^ 


J 


3 


2 


1 


1 


1 1 /jiL 


iE^ 



*r^m#0 : T hfc"'H±iSiSi^l:immLri^-5¥fife2 7^W^tt 
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f^m^^it. ±fe.ummii:mmz. i^mmtim(D^m. m.mm(D^j^^mik. w<k(D 
mfmhm.^i5i^. 3b^. imrmk. immk. ^mmk. WB^i^n^^rfttML/io 

[^4] 



10 







3 0^ 






3mm 


4iim i^^ffffl 


E 


K 


5 


5 


3 


1 


1 


1 /^L 




L 


5 


4 


3 


2 


1 


1 /jiL 




M 


5 


5 


4 


1 


1 


1 JfcL 


iE^ 


N 


5 


5 


4 


3 


2 


1 /j;L 




O 


4 


3 


1 


1 


1 


1 /j:L 





mmMk 3 ~ 7 0 T'S)tiJ^ig4^oeJc#;i5i. hti. 3-4 iirBmid{4^^ic]ESs;s i: b 

^^^tkt^Ltz, M^m^tLX. OToS^idiiffl LfCo 

m^m^p : T hh'-m.mm:^mmLx\^^^^2m(D^b]^ (HiS) 

25 St«l.S#Q : T h h LTV 6 Mm-]^ (W^) 

n^B^ s : z h t -tt^jsi^icmm ltv ^s^s^ 5 s ^c^^tt 

*f^,m#T : T h t°-14K«iJj {ZfiE LTV 3 5 
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5 m^fbmmn:. sat^. immk. 2iiPBm, z^mi. mmi\^:^^T\)Lum\.tz.o 
t.tz. mN\^{:.tii't^BLm^m(r>mmm<D^M. ^j^im^nmLtzo tuts, m^^^t 

K5] 







30^ 




2ii^ 


3jSm 


4iim ^-■^wm 


p 


5 


4 


3 


1 


1 


1 /jJL lE^ 


Q 


5 


4, 


3 


3 


1 


1 /jtL jE?tr 


R 


5 


5 


3 


2 


1 


1 fj:L jE-^ 


S 


5 


4 


2 


1 


1 . 


1 L 


T 


5 


4 


2 


1 


1 


1 fJtL jE^ 



t>^xn>r m(Di^mMi^^hti^x om]i^mfj:t'(DVy<'y> K^d^fc^n/^A^ofio 
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ijip^^, 2mm^. zmmm. 4mmmzpi=2TitLwmi:rf^tzo ^t^. AMf^m 

[«6] 

25 mitb^ 30m lii^ 231^ 3iim Aim 

A# SI : S2 SI : S2 SI : S2 SI : S2 SI : S2 SI : S2 SI : S2 



U 5:3 5:3 3:3 2:2 2:2 1:1 1:1 
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V 5:3 4:2 3:1 2:1 2:1 1:1 1:1 
W 5:3 4:1 3:1 1:1 1:1 -:- 1:1 



mk:)fm : 

pimi 5 (7)5Ff^S#U<^)7' h f HtKJti^^SrSJi. LTV >5*|gBl-. 1 B 2 H^Jg^iJ 2 2 T 

imrnw. 2mmm. zmrm. 4m!^'mz^='TitLmm^n^t:.o *fc> 4mm^ 
20 If fflii<^^ = 7 5 i mmxh^o 

[^7] 

mtm sBm imm 2i§^ 3i§^ 4mm u^vm 

25 SI : S2 SI : S2 SI : S2 SI : S2 SI : 82 SI : 82 81 : S2 



y^ISi 4:3 3:1 2:1 2:1 1:1 1:1 1:1 
tEM 4:3 4:3 3:2 2:2 2:1 1:1 1:1 
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mm%:miLti. mkB^tLx. j^xtos*^:®^ tyt, 

>:t^s#x : T K t°~^^j^mzmB LTV ^s^i^soao^^t 
*r^s^Y : T ht'-^i^i^izmBLx\^^!^¥m2sm(oii:\± 

^v-j^m^. mm4mmzt>tz<om^L. '?:<Di^m(D:!i}^m^mmLtzo 
u ^(D^m^mmLtzo 

liiF^^, 2mrm. smw^. 4mmmiz7.=iTitum^notz. ^tz. 4mmm 

[*8] 

ffii^ 3 0^ iji^ 2mm smm 4im m^m 
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SI : S2 SI : S2 Si : S2 SI : S2 SI : S2 SI : S2 



SI : S2 
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X 5:3 5:3 4:2 3:2 2 

Y 5:3 4:1 3:1 2:1 1 

5 Z 4:3 3:1 2:1 1:1 - 

a 4:3 3:1 3:1 2:1 2 



1 2 
1 1 

1 1 



2 : 1 

1 : 1 

1 : 1 

1 : 1 



:^: 

^pr^.m#b(75r h \c'-^mi^&=kmBLx\^^^:^^. 1 s 2ii]*jS0ijii(o^ffl^ y- 

20 m-^B^ b(DTh \i°-^m^&i:m.B LTV 1 B 2 Hl^JS^iJ 2 4 

ijirB^. 2jirBm. sMFam. 4iiPBm«w;^='T^bLM^^Tofzo 4iirBm 

25 /j:*3, Mo;^ 3T»i^0iJ 5 1 mmxh^o 

^9(wi3^^T. SHi^iSt^^^^O^^^TSr^L. S2Jiii#^W;^='T^^i-c 
[*93 



wo 01/05400 



PCT/JPOO/04728 



- 124 - 

SI : S2 SI : S2 51 : S2 SI : S2 51 : 52 51 : 52 51 : 52 



5:3 5:1 4:1 2:1 2:1 2:1 
feffio 5:3 5:3 4:2 4:2 3:1 3:1 



(^^'J9) 

^^.m#h : lia5lC-ft:iiiL/-;^ai^^^.moTV^S^g028a(^lltt, 

*f^.fe#o : TJ&\^^im.mi^m.%Lx\^^^^m23m(Dii:\^ 
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10 ^(Di^^'tmmLtzo 

n^m^i-^i-immm32xmm uz^m ^ v -j^mi: i b 2 ~ 3 \3imm^ikm-r^ * xm 

15 ifm.B^^\tmmm26xmm Ltz^m a - 3 ^^jsr 1 b 2 ~ 3 mmm 4 mr^m^ u 
' mLtzo 

n^&mm-^itmmmzsxm^ x^tz-fv ;^ -^j^ 1 b 2 ~ 3 ^MmmmM ^<o^ 
20 ^^m^Lfio 

*n^s#n'-{iiiife«»j2i-c«Lfc^ y-A^j^ 1 0 2--mm.it^'im-^h%xWci\^. 
^^^o^\%-m!m\x^uz9^mmm: 1 b 2~3iE]M4^;65efes-r^*-eM^L. 

liir^m^ ?>wimi. AMim^7.^T\\L\Mmvfi-^iu i^tz. 4mmm 
tun. msi(o:^=iT{tumm5 tmm(oii(D{zmA.. mm{zo\,^ximT(D^^m\''tzo 
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3 : i>'^i^>-tim^t^h^, 
1 : ^io^Xt±<m^mf£i^\ 

C^IO] 

mim 3Bm imm 2mm sm^ rmm f^^nm 



c 


S1:S2 


5:3 


5 : 


2 


4 


: 1 


3 


: 1 


2 


: 1 


2 


: 1 


2 


d 


S1:S2 


4:3 


3 : 


2 


2 


: 1 


2 


: 1 


1 


: 1 


1 


: 1 


1 


e 


S1:S2 


3:3 


2 : 


1 


1 


: 1 














1 


f 


S1:S2 


5:3 


4 : 


2 


3 


: 2 


3 


: 1 


2 


: 2 


2 


: 1 


2 


g 


S1:S2 


4:3 


3 : 


1 


2 


. 1 


2 


: 1 


1 


: 1 


1 


: 1 


1 


h 


SI: S3 


4:3 


2 : 


1 


2 


1 


1 


1 










1 


i 


S1:S2 


4:3 


2 : 


1 


1 . 


1 


1 


1 










1 


j 


S1:S3 


3:3 


2 : 


1 


1 : 


1 














1 


k 


SI: S3 


4:2 


3 : 


2 


1 : 


1 


1 : 


1 


1 : 


1 






1 


1 


S1:S2 


4:3 


4 : 


3 


3 : 


1 


2 : 


1 


2 : 


1 






2 


m 


SI: S3 


3:3 


3 : 


3 


2 : 


2 


2 : 


1 


2 : 


1 






2 


n 


S1:S2 


3:3 


1 : 


1 


















1 


0 


S1:S2 


4:3 


3 : 


1 


2 : 


1 


1 : 


1 


1 : 


1 






1 
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5 (^0iJlO) 



jt^m^s : mm\^imm{z.mBLXi^^^5om(Dii:{^ 
jt^.ft#u : ±jm>i^m.miz.mBLx\^^^^m2 3m<D-k\^ 

mtB^x : -^izim (l^*5V\ Ji^dJ*) {::mftL-tt^6¥»6 5^<DBtto 

S^r^E#u->li|IJfe0ij42T'S!43fiLyi^1-ffl^ V -J^^M^ l B 2~3lHli^iyt;J5efe#i-6*-C^ 
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\wm.. 2mmk. ^mm. Amm.\z.7.z^T\t\Mm^'^-^fz^ ^tz. 4mfs\^ 

[^11] 

15 mit^^ 30m lii^ 231^ 3js# 4mm m^tm 





P 


S1:S2 


4:3 


3 


. 2 


2 


1 


2 : 


1 


1 : 


1 


1 : 


1 


1 




q 


S1:S2 


4:3 


2 


1 


2 


1 


2 : 


1 


1 : 


1 


1 : 


1 


1 


20 


r 


S1:S3 


4:3 


2 


1 


2 


1 


1 : 


1 


1 : 


1 






1 




s 


S1:S2 


5:2 


4 


1 


3 


1 


2 : 


1 


2 : 


1 


2 : 


1 


2 




t 


S1:S2 


3:3 


1 


1 


1 


1 














1 




u 


S1:S2 


4:3 


2 


1 


2 : 


1 


1 : 


1 










1 




V 


S1:S2 


4:3 


3 . 


1 


3 


1 


2 : 


1 


2 : 


1 


1 : 


1 


1 


25 


w 


S1:S2 


4:3 


2 . 


1 


2 : 


1 


2 : 


1 


1 : 


1 


1 : 


1 


1 




X 


SI: S3 


4:3 


4 : 


3 


3 : 


2 


3 : 


2 


2 : 


1 


2 : 


1 


2 
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7 BX-&f§^m^(Diicm7!>^^htl. 3t)-h4mf^^^l,atJE^&J^t^t>*)^Ji\^^i^m\::^£ot^ 
10 *t^#y (:&) :WL^\ZMBLX\^^h^m2Zm.<D^'&<D:^mm 

M^^y (&) :m^\zm.%Lx\^^^^m3 3mco^\±(DtEmm 
20 ^m<Dmti 

3 : {i^UfV^ 
2 : 

1 : 

25 :^V^ 

4 : ^<^9 

3:^P\.$,0 . 

2 : 
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[^12] 

S4 : S5 S4 : S5 S4 : S5 S4 : S5 S4 : S5 



4:4 4:43:33:11:1 
SJ&a 4:4 4:43:33:1.1:1 

1 4~2 1 Bt^|C{i^f^L/c. 

M^^z : m^izm&Lxi^^mm^M<D^m 

^#Aa : LTV ^^m^33m<7)^^ 

:^&: 
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[*13] 

mih^ 3 em lii^ 2mm zmm 4mm m^nm 



z S1:S5 4:3 2:1 1:1 1:1 -:- -:- 1:1 
Aa S1:S5 3:3 2:1 1:1 -:- -:- -:- 1:1 



10 m^mm m^(r>^m 

mt^^c : jsnicmsi LTV 2 7 m<D^{^(D&m 
*f^#Ae : ler^jcms LTV 4 4 m<D^{^<D&mm 

*f^#Af : IIS:^{cS,ilLTV^^>¥fi^2 3 ^(^^(^^IgeffiM 
*t^#Ag : «{CfiiSLTV^5^fil52 3 ^0:^z:ttOagBiH!J 











20 


*f^#Ab: 








*r^#Ac • 
















*f^#Ae 








*flfe#Af 






25 


*r^#Ag 
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[«14] 







1 


3 Q.m 


50m 


7Bm 


1 OB^ 




Ab 


S4:S5 4:4 


4 : 4 


3 : 2 


2 : 1 


2 : 1 




10 


Ac 


S4:S5 4:4 


4 : 3 


3 : 2 


3 : 1 


2 : 1 






Ad 


S4:S5 4:4 


4 : 3 


3 : 2 


3 : 1 


2:1 






Ae 


S4:S5 4:3 


4 : 3 


3 : 1 


3 : 1 


1 : 1 






Af 


S4:S5 4:4 


3 : 3 


2 : 3 


2 : 1 


2 : 1 






Ag 


S4:S5 4:4 


4 : 3 


3 : 3 


3 : 1 


2 : 1 


2 : 1 


15 

















25 
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10 



15 



20 



25 



^^^#Ain 
>ft^#An 

M^#Ao 
*f^#Ap 
3tt^#Aq 



laHfifiS LTV ^ 4 0 ^(7)|!ttc7);&S 

m^imB LTV ^-S^i^ 3 8 WL(Dii:^(D:^Si 
^(wffiELTl^-5¥Sp4 9^<^:^ctt(^*S 
eJPIcffiS LTV ^■5¥fifJ4 9 ^<D:^ctio;feJ£ 



*t^#Aj : 






*f^#Ak : 


ms^mszcD^m^ v~ 




*J##A1 : 


mmm5(D^^m^v~ 


-m 


*Hfe#Ain 






M^#An 






*l^#Ao 






*l^#Ap 
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5 




4 




.3 . 




2 : 




1 : 





C«15] 

3H^ 76^ 210^ 1^^ 2^^ 



Aj 


4 


3 


3 


2 


2 


1 


Ak 


4 


3 


3 


2 


2 


1 


Al 


4 


2 


2 


2 




(1) 


Am 


4 


2 


2 


2 




(1) 


An 


4 


2 


2 


2 




1 


Ao 


4 


2 


2 


1 




1 


Ap 


4 


2 


. 2 


1 




(1) 


Aq 


4 


2 


2 


1 




(1) 



^I^LtZo M^^kU Am, Ap, A(ilzMLXlt2^Mmz.m(fi^'P±Ltz7i^^(D'^l JrMitW 
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*f^#As : m^\zmB tX V 3 8 m<o§^^<D&& 
10 [^16] 

asm 70^ 21B^ 2^^ 



Ar 4 2 2 1 

15 As 4 4 3 2 



(Ki^0iJl7) 

20 *f^#At : m^izmm l-cv ^s^ife 3 3 m<D^mm 
25 *f*#Au : mmm73ff>^m^^i 

^#Av : M«aj65(D^^ffli5' l^-A^J 
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3 em 7 0^ 2iQm im 2m sm 



At 4 2 11 

Au 4 2 2 1 1 

Av 4 3 2 2 1 



*f^#Aysmz : mMm70(Df^m^^m 

*f^#Bb : llife0ij74OS^^J 
*f^#Bc : ^S|{cmSLTl^5¥ft7 O^c^^S 
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[^18] 

30m 70^ 210^ 2^^ 3flm 



Be 4 2 2 2 1 1 

Bd 4 4 4 4 3 4 



20 *|-^#Bh : -^^Wfe-S^fire 0^(^)|H4(0iSS 





Be : 




Bf : 




Bg: 




Bh : 




Bi : 





wo 01/05400 



PCT/JPOO/04728 



•138- 

5 mm -. 

3 : ^^m<r>:mxitmt^£ l 

10 [^19] 



20 







231^ 






2Mm^ 


Be 


3 


3 


3 


2 


2 


Bf 


3 


3 


2 


2 


1 


Bg 


3 


3 


2 


1 


1 


Bh 


3 


3 


2 


2 


1 


Bi 


3 


3 


2 


1 


1 


Bj 


3 


3 


3 


3 


3 



25 MMi.^ : 
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Bm : mMm2<D^m^\ 

10 Bn : |ll£W9<7)^ffl^J 

Bo : MMmsKDnm] 
Bp : Mi^mocD^mM 
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